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(57) Abstract 

Novel quinotine derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and phairnaceutically acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein R, and R 2 represent each H or C M alkyl, or Rj and R 2 together form C M alkylcnc; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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1 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 96 (s, 3 H) , 4. 0 
7 (s, 3H), 4. 08 (s, 3H), 6. 53 (d, J = 5. 71Hz, 1 
H) , 7. 18-7. 36 (m, 3H) , 7. 56-7. 9 1 (m, 5H), 8. 

5 0 (b r. 1H) 

KStftfrfit (FD-MS, m/z) :36 1 (M + ) 

I&&S0J3 

6, b*s/-4- (2-^7f-;M-*-/) u > (l o) 

. 4-*on-6, 7-5?^ 'J > (4 5mg) £fff8Ki&©£-:>-7 h 

(14 4mg) £££U 18 0t4>2KfF B WL^ gffiffl 2 t Wm<D 

mmt ct -> xmm u mm®it&®& 4 5 m g . jdhs 6 8 %x-mtz 0 

X H-NMR (CDC 1 3 . 9 0MHz) : 6 4. 0 5 (s, 3 H) , 4. 0 

6 (s. 3H), 6. 52 (d, J=5. 28Hz. 1 H) . 7. 27-7. 6 
1 (m, 6H) . 7. 7 5-8. 0 0 (m, 3 H) . 8. 5 0 (b r. 1 H) 

m&WS. (FD-MS, m/z) :33 1 (M + ) 



Jfe&fe0]4 

6, 7-^ht->-4- (7-^ 2 -^7^/U;*-*-» 4-/ 'J > 

(1 3) 

4-2un-6, 7-v^ U > (8 9mg) £ffiH&a a n©7-y h* 

->-2-*7 h-;l> (2 0 9mg) *R£U 1 8 0t*3 OAPJHIWLfcfft^ 

1 H-NMR (CDC 1 oi 9 0MHz) : 6 3. 9 2 (s, 3H) , 4. 0 
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4 5 

5 (s, 3H) . 4. 07 (s. 3H), 6. 54 (d. J=5. 49Hz. 1 
H) , 7. 10-7. 2 4 (m, 3 H) , 7. 4 9-7. 9 1 (m, 5H). 8. 
4 9 (d. J =5. 4 9. 1 H) 
WMftVim (FD-MS. m/z) :36 1 (M + ) 

HUSH 5 (#%B»J) 

«fc raSi L7t 0 JB&2 8% 0 
X H-NMR (CDC 1 g, 9 0 MHz) : <5 4. 0 0 (s, 3 H) , 6. 7 
9-6. 89 (m, 2H), 7. 3 0-7. 4 8 (m, 2 H) , 7. 69-7. 
9 0 (m, 2H) 

mmftVrm cfd-ms. m/ z ) : 174 cm + ) 
mum 
(1 1) 

4-*du-6, h*->*y "J > (8 5mg) ££ttW5"T?»fc5 - 

* h + v- 1-^-7 h-^ (6 7mg) *fi£U 1 8 0W2 0»Lfc 

1 H-NMR (CDC 1 3 , 90MHz) : 5 4. 04 (s, 3 H) . 4. 0 
8 (s. 6H) , 6. 31 (d, J=5. 27Hz. 1 H) . 6. 83-6. 9 
2 (m, 1H) , 7. 3 4-7. 6 1 (m. 4H) , 7. 7 5 (s, 1 H) , 
8. 20-8. 29 (s, 1H), 8. 43 (b r s, 1 H) 
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li^Kffi(FD-MS, m/z) :36 1 (M + ) 

6, 7-S?y h*->-4- (4->f >KU JM-*-» *V 'J > (1 7) 
4-^do-6, 7->M h* ; s*J U ^ Cl 1 2mg) £TpRS©4-fc K 
n*2/-f>K-A- (2 0 0mg) £*i&U 1 8 0W3 0ftFa^Lfco RJS 

i^^oD^AA/^x^jl/ (3/1) -eWSil^'JAWnvh/ 

X H-NMR (CDC1 3 , 9 0MHz) .8 3. 9 5 (s. 3 H) , 3. 9 
6 (s, 3H), 6. 08~6. 13 (m, 1 H) . 6. 35 (d, J = 5. 2 
8Hz. 1H) , 6. 83~6. 93 (m, 1 H) , 7. 29-7. 4 5 (m, 
5H). 7. 62 (s, 1H), 8. 40 (d. J = 5. 05Hz, 1 H) 

SIS#tJf<I (FD-MS, m/z) :32 0 (M + ) 

6. l-'J* h**>-4- (3, 4--?;* h*S/7x,/*-» *>"J > (8) 
4-^nn-6. 7 - *>i \>*is*JV > (9 0 m g) iffiBSS® 3. 4-i? 
* h + ->7x;-* (1 8 7mg) *fi&U 1 8 0W3 0»PWL/:1 

U %m<D{t&®}£ 2 6 m g. JR$ 1 9 %T?^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : S3. 8 7 (s, 3H) , 
3. 9 3 (s, 3H) , 4. 0 5 (s, 3H) , 4. 0 6 (s. 3H) , 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (d d. J=2. 4Hz, 9. 2H 
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z, 1H). 6. 75 (d. J=2. 4Hz. 1 H) , 6. 93 (d. J = 
9. 2Hz. 1H), 7. 42 (s. 1 H) , 7. 57 (s. 1 H) , 8. 48 
(d, J=4. 9Hz, 1H) 
SffbHfrM (FD-MS, m/z) :34 1 (M + ) 

H!fc0>]9 

6. 7-PV h*v-4- *7 'J > (15) 

4-?dd-6, 7-->V h + >+>"J > (9 Omg) £ifi1RS©6 - fc Kn 

* ♦>* y y > ( i 7 6 m g ) u nmm 8 4 ra»o»fr??RiS*i * vnm 

tZZ£KJ:lomm<?>it&V!}*:6 2m g> iR$4 6 %T-ff/c 0 

L H-NMR (CDClg, 500 MHz) : 5 4. 05 (s, 3H). 
4. 06 (s, 3H), 6. 56 (d. J=5. 5Hz, 1 H) , 7. 4 4~ 
7. 6 2 (m, 5H) , 8. 1 3 (d, J =8. 5H z, 1 H) , 8. 2 2 (d. 
J=9. 2Hz, 1H). 8. 53 (d, J=4. 9Hz, 1 H) , 8. 94 

(d, J=4. 3Hz. 1H) 

MftftflrM (FD-MS, m/z) : 3 32 (M + ) 

mmi 0 

6, i-.v* h^>-4- (3-7^D7xy^-» (4) 

4-?nn-6, h + ->+;U> (lOOmg) <hffiI£ n D n©3 -7;U 

to7x;-;K0. 2 0ml)<fc&£U 1 8 0W3 0&M«#Lfco K£ 

LT^fc^«-^+-9- >/IH»if-;UTfSB8fts ^fc ? a a *A,AipjR§a 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 4 (s, 3H) , 
4. 06 (s, 3H), 6. 56 (d, J=4. 9Hz, 1H), 6. 93 (d, 
J=9. 2Hz, 1H), 6. 95~7. 0 5 (ra, 2 H) , 7. 39-7. 4 
5 (m, 1H) , 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 

liMi(FD-MS. m/z) :29 9 (M + ) 

HJfcMl 1 

6, 7 -it* h*->-4- (3-bKn^y7x;t-» U > (5) 
4-^oo-6. !J> (3 0 0mg) iflJIRSoi/vOUS/ 

>*;7tf-h (0. 8 3 5ml) 1 8 0^*3 oftmmwifzo 

3 7 m g N JR^S 9 %X' gfc 0 
1 H-NMR (CDC 1 3> 5 0 0MHz) : 5 4. 0 1 (s, 3H) . 
4. 02 (s, 3H). 6. 48 (t, J=2. 4Hz. 1 H) , 6. 59 (d, 
J = 5. 5 Hz, 1H), 6. 77 (d d, J=2. 4Hz, 7. 3Hz. 1 H) 
, 6. 82 (dd, J=2. 4Hz. 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz, 1H). 7. 39 (s, 1H) , 7. 47 (s, 1H), 8. 40 
(d, J=5. 5Hz, 1H) 
m&AVrm (FD-MS, m/z) :29 7 (M + ) 



WO 97/17329 



4 9 



PCT/JP96/03229 



mmmi 2 

6. l-.'J* h*->-4- (4-^a^7xy^y) *J U > (7) 

4-^od-6, i-i?/ h*s/*yy > (i. oog) £ffiis,s©4-:/o 

(1 1 5mg) £zI&U 1 8 0W4 oaflfflKJ* Uz 0 
tt*l8fMSfflfck*;>- h 'J "7 A7k^KT*fD L fcgU Tki * o □ *;bA-e#@j U 

7 4 -fc**)«!«U «H©ft&tt*l. 2 0 g> iR$7 6%Ti#fc 0 

^ H — NMR (CDC 1 3 . 5 00MHz) : 5 4. 04 (s, 3H). 
4. 05 (s, 3H), 6. 48 (d. J=4. 9Hz, 1H), 7. 08 (d, 
J = 8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J = 8. 5Hz, 2 H) , 8. 51. (d. J=4. 9Hz, 1 H) 
m#Vrm (FD-MS. m/z) :3 5 9 (M + ) , 36 1 (M + + 2) 

mmi 3 

6, h*'s-4- (2 h*->7xy *J ') > (1) 

4-^od-6, 7->M h + ->+y 'J > (10 2mg) £7|JBKiS<D2 h 
+ ->7x;-;K0. 5ml)£?g£U 1 5 0V#8&ifflmftLtZo &mm& 

1 H-NMR (CDC 1 o. 9 0MHz) : 53. 78 (s, 3H) . 4. 0 



I 
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5 (s, 3H) , 4. 0 5 (s. 3H) , 6. 3 1 (d, J = 5. 3Hz, 1 H) 
. 6. 9-7. 4 (m. 4H) . 7. 42 (s, 1 H) , 7. 63 (s, 1 H) , 
8. 45 (d, J = 5. 3Hz, 1 H) 
M$Wr* (FAB-MS. m/z) :3 12 (M + +l) 

mm 1 4 

6. 7- ?* h*»>-4- (3-^ h^-/7xy^-/) */'J> (2) 
4-^do-6, h***/ 'j> (103mg) £ ffiRS© 3 - * h 

(158mg) £*g£U 16 010+9 «fBHifliLfco 

LT^^-g^^^>/^ltxf-;l,T'S§a^S > y * Y;!,* h Y5 7 < - 

1 H-NMR (CDCl 3 , 90MHz) : 3. 82 (s, 3 H) , 4. 0 
4 (s, 3H) , 4. 0 5 (s, 3H) , 6. 5 3 (d, J = 5. 3 Hz, 1 H) 
. 6. 7-6. 9 (m, 3H), 7. 35 (t. J=7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s, 1H), 8. 50 (d, J=5. 3Hz, 1 
H) 

MM#tF?M (FD-MS, m/z) : 3 1 1 (M + ) 

$mm 15 

4-?dd-6, h + U> (1 03mg) £TfflRS<D4 h 

+ >7xy-jp (2 8 6mg) £ig&U 15 0W61tHWHI#U^ RJ8R£ 
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5 1 

®Z2. 2 1 g N TO 8 8%T**#fc 0 

! H-NMR (CDC 1 3 , 9 0MHz) : 6 3. 8 5 (s, 3 H) , 4. 0 
5 (s, 3H), 4. 05 (s. 3H). 6. 41 (d, J=5. 3Hz, 1 H) 
. 6. 97 (d. J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 4 3 (s, 1H) , 7. 5 8 (s, 1 H) , 8. 4 6 (d. J =5. 
3 Hz. 1H) 

Hfi##Hi! (FAB -MS, m/z) :3 12 (M + +l) 

mmm 1 6 

6, 7 h*->-4- (5-*y u;u^-^» *y »j > (i 4) 

4-*no-6, 7-v^ h + ->+/U> (50mg) t ftl^© 5 - t Ko 
4->*y U > (5 Omg) £jl£U 1 7 0W1 OtfRSHtftUca SCT^ti 

*LT^^g^+U->/l^i?if-^ (1/1) T~mm&. MK?Dn*;UA 

*H-NMR (CDC 1 3 . 9 0MHz) : 6 4. 0 6 (s, 3 H) . 4. 0 
7 (s. 3H) , 6. 35 (d. J=5. 3Hz, 1 H) . 7. 2~7. 5 (m, 
3H) , 7. 6 8 (s, 1H) , 7. 7~8. 4 (m, 3H) , 8. 4 6 (d, 
J=5. 3Hz. 1H). 8. 49 (d d, J = l. 76Hz. 4. 17Hz, 
1H) 
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WMfttJrdM. (FD-MS, m/z) :3 3 2 (M + ) 
Hd&0H7 

6, 7--^h*>-4- (l-j-yf-JMr**) *VU> (9) 
4-?dd-6, 7-i>V h*i/*y 'J > (97mg) t miRS.© 1 h 

(3 4 omg) *«£u 1 5 Q°c^mtmwLtz 0 Kfcm&mztm&t 

(3/1) TBKiaL ^nn*AA/>«^y-JU 
(1 OO/l) TH8t«i"J*y^*5A?o7 hr5 7-f-lcJ:*)*IMB!U 
MJ-^**>/ftKif-^ (1/D «t5II->'i*7-"i^Dvh^7 7 
-f — J; o TSKHIIW" S C t T% afi©{fc6«l£ 5 7 m g , iR$ 4 0 96T?»fco 

1 H-NMR (CDC 1 3 , 9 0MHz) : <5 4. 0 5 (s, 3H) , 4. 0 
5 (s, 3H) , 6. 32 (d, J = 5. 3Hz, 1 H) , 7. 2-7. 6 (m, 
5H), 7. 74 (s. 1H), 7. 8-8. 0 (m, 3 H) , 8. 35 (d, 
J=5. 3Hz, 1H) 
fififttfflfi (FD-MS, m/z) :33 1 (M + ) 



£Jfe0U8 

6, 7-vM r*->-4- (5— -T^KlUM"*/) 'J> (16) 

4-?no-6, 7-i^ h*v'*; i J > (1. 0 g) <fcrfrHg£,©5- t Kn 

*W>K-*(1. 19g) *«6U 15 0t4»l. 5NHaJfl|#Lfco KfS 
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?*7 7>f-lC«fc»)ft8!U «g©ft&$|£8 9 8mg, JR«6 3%T-'fi^o 

*H-NMR (CDC 1 3 , 9 0MHz ) : 5 4. 05 (s, 3 H) , 4. 0 
7 (s. 3H), 6. 42 (d. J=5. 3Hz, 1 H) , 6. 5~6. 7 (m, 
1H), 6. 9-7. 6 (m, 5H), 7. 67 (s, 1 H) , 8. 44 (d, 
J =5. 3Hz, 1 H) , 8. 5 5 (b r, 1 H) 
«§##?ffi (FD-MS, m/z) :3 2 0 (M + ) 

6, 7-^^y-4-(3-^ f-4->7x-W) ^'J>(H 7) 
4-^dd-6, 7-vM h + ^+y 'J > (5 Omg) iffiflfoS© 3 
•>K>-fe">5M-->»U (7 7mg) £fi£U 1 8 0^*3 OfMa«#Lfco HJfe 
#11 8£l^ffl«ftfcJ;^TfliS!U SfflO-fb^* 7 2 m g , 0 0%T 

1 H-NMR (CDC 1 3> 9 0MHz) : 5 3. 7 9 (s, 3 H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H). 6. 84 (d. J = 4. 8Hz, 1 H) 
, 6. 9-7. 5 (m, 6H), 8. 45 (d, J=5. 1Hz, 1 H) 
®i^tfri(FD-MS, m/z) :3 27 (M + ) 

6. h*->-4 - (4 b*->7j.-)l : f-*) *J 'J > (11 8) 

4-?dd-6, 7-i>V h*>*,/ 'J > (5 Omg) £OT,S,©4 - > h* 
>"<>-e>?*-)l, (6 3mg) *«&U 15 0ttti5»Ha»Lfco 
1 8i[Him©MimCctoTim5J!Lx I!fc?oo;^UAT?|£Ilfl;-rs;:£l;:J;»)S 
H<B-f b£#fc 8 0 m g . W 1 0 0 %T*®tz 0 
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1 H-NMR (CDC 1 g, 9 0MHz) : <5 3. 8 8 (s, 3H) . 4. 0 
3 (s. 3H), 4. 05 (s, 3H). 6. 60 (d. J=4. 8Hz, 1 H) 
, 7. 15 (d. J=8. 7Hz, 2H), 7. 38 (s, 1H) , 7. 39 
(s, 1H), 7. 52 (d, J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 
«*£flfffi (FD-MS. m/z) :3 27 (M + ) 

HJfe^|2 1 

rfifiSS,04-yo*7iy-^ (1 7. 3g)£N, N-i?yf A*AA7 5 
K (9 0ml) icfcjff LfcSU *>^T**ft+ h U (2. 6 4 g) £Jn*.*:o 
MTlwT— lftat#8U ?DD^f;MfJH-fA(8. 3 5ml) £Jn*.> 

TkafflN^* i/ •> AT*ij£*£ L *:<> METit^S* L Tit fcSfi*^** >/7-fe 

tt* 1 8. 2 5 g> JR*8 4 KT?»fc 0 

1 H-NMR (CDC 1 3 . 9 0MHz) : 5 3. 4 6 (s, 3 H) , 5. 1 
3 (s, 2H) , 6. 9 1 (d. J =9. 2 Hz, 2 H) . 7. 3 8 (d, J = 
9. 2Hz, 2H) 

MbMWt (FD-MS, m/z) : 2 1 6 (M + ) ,218 (M + + 2) 

4 - b 'J -n - 1 h^rWWx;-^ 
^tfe^2 l-C»fc4-"/o*-l-y h+i//Wx;-;l/ (1 5. 9 9 g) 
h5tKn77> (20ml) <r jgff U 7 JU=f >£Bm~FTl3H£n D n0v 
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^*$/*A|»5fc (1. 9 7g) 'SbD*. H<C3^^©^7k^h7t KD7 7>j§ 

^j^filcM -o fcflrT\ f h5kKo77> (10ml) jc^f? IrcrfcB&g,© 
ii>(bHJ-n-7*f-;UxX (2 3. 9 9g) £tf>o< t)tmTltz 0 Mfctpm 

>dd* >b AA«-«MclOk7 r * ♦> •> Afti L fcfk «BET»jK«4t 5 C i 
KJ:»>»H©ft£«J*3 1. 3 9 g> «spl 0 0Xt»fc. 

^ H-NMR (CDC1 3 , 90MHz) : 6 0. 80-1. 6 5 (m, 27 
H) , 3. 48 (s, 3H) , 5. 17 (s, 2H) , 6. 9 1-7. 42 (m. 
4'H) 

nmtiffim (FD-MS, m/z) :428 (M + +l) 

4-bKn^->7x-;l/ 4 - h 'J 7Wd; x— ;b 
^lfcW2 2-?&fc4- h 'J -n-7>;l/f->- 1 h + ->^fA7xy-^ 
(1. 282 g) £rfiIRS©4- (h'J7Wo>f*) '<>7^;^d'J K 
(B2 6mg).^on*jl,A (5ml) JcjgJSU ffiB£n a a ©b** (h'J7x^ 
» (II) ?n>J K (8m g) £AtU 5I^F B 1S^Lfco 

K£fi^£*£x-7-;l/T?#ii8U x— f-;l/g£fifn7 -yfbrt U 

*5»7^5/"7A-eiaiLfc 0 «EET»««*aic»itifc»ii (i. 028 

g) *f-h5t Kd75> (2m 1) 7k (5ml) £6N&Bfc7fcft 

«(12ml) £»0*.T4. 5^PBlSMLfco R««£«l*iafDttfb* h >J «7A 
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«S#tfr*l (FD-MS, ra/z) :2 6 6 (M + ) 
2lJfe0l2 4 

(4-h'J7;M-p/7-;U7x-;lQ {4- [(6. 7 - h*->- 4 
yj;U) ^-^r'>3 7x^} y*y> (2 9) 

4-?dd-6, 7-S>V h*->*y U > (8 1mg) £HlfeM2 3T?*§fc4 
-hKD*«>7iiA 4-h'J7A*D>fA7iiA 7"h> (288mg) 

(2/i) ■cRga^-s»jgi'y*y^^oTh^5 7-f--icj:e)ffi[aiu ^e© 

1 H-NMR (CDCIg, 500 MHz) : 6 4. 03 (s, 3H), 4. 
06 (s, 3H), 6. 68 (d. J=4. 9Hz, 1 H) , 7. 29 (d, J 
= 8. 5Hz, 2H). 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 7. 7 
8 (d, J=7. 9Hz, 2H) , 7. 91 (d, J=7. 9Hz, 2 H) , 
7. 94 (d, J=9. 2Hz, 2H) , 8. 59 (d, J=4. 9Hz, 1 H) 

MBWftt (FD-MS, m/z) :4 5 3 (M + ) 

HM25 cmm) 

4-bKn4^7x-;U 4-^f;l/7x_;l/ »h> 
nmM22T°ntz4-V 'J-n-T^f-^-l-y h*^^^^7*y-;U 
(1. 282 g) <hrfi!iS©4- h^MoV K (4 6 4mg) ^?dd* 
(5ml) ICjfflBU TfJlKS© h* 7. ( h ■) 7 i-MX7 4 >) /^i^A 
(ID *o'J K (8mg) £Aft> 8B$nfflB8IEL*:. &J&g£4&l£i£Jfefl| 2 3 t 
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Lfc 0 BEETmmi&mt&lM (96 7mg) *fh7t Ko75> (0. 5 
ml) lc*»3-ti\ * (4ml) £ 6 N&gfck&fc (10ml) £flQx.T 7l$Pa1 

lmg N WMZ 4%~zmtz 0 
Mfi##Hfi (FD-MS, m/z) :212 (M + ) 

mmm2 6 

(4- [(6, 7-^^F4->-4-^y'J^) ^->] 7x-M u-y 
f-^^-jl/) y > (3 Q) 

4-*od-6, 7-i^ h + i/+y U > (8 9mg) ££(6012 5T?f»fc4 
-tKn*->7x--^ 4->f^7i^ y h> (2 4 8mg) 
1 8 Ottl OaMat#Lfcfc, &%fl|2 4 tH«o^ftTf««!-*-«C4(cj;») % 
jSH©ft^l* 1 1 8mg, iR^7 4%T'?ifco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 62. 4 5 (s, 3H) , 4. 
03 (s, 3H), 4. 06 (s. 3H) . 6. 65 (d, J = 5. 5Hz, 1 
H) , 7. 27 (d, J = 8. 6Hz, 2H), 7. 30 (d, J=7. 9Hz, 
2H), 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J = 7. 
9 Hz, 2H) , 7. 9 1 (d. J =8. 5 Hz, 2 H) . 8. 5 7 (d, J = 
4. 9Hz, 1H) 
Hfi##Hi (FD-MS, m/z) :3 9 9 (M + ) 

nfis^j2 7 mnm) 

3-? QD7x-jj, 4-bKat->7x-;l' »h> 
&SS0J2 2T'?§/:4-hU-n-y^;U^>-l-^ h + ->/f;l,7*;-;l, 
(1. 2 8 2 g) timEL<D3-9ua'<>V'(Jl>?o') K (5 2 5mg) 
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nn*U (5ml) fcSHBU Tfifl£iS,©t*X (MJ7x-MX7-f » /<5 
•^•7 A (ID £n 'J K (8m g) £A*U 7 B*Ma» I, fc« K£S&tt££tt0)| 
2 3 tWim<D%&T$mtZ Z i tiO^fci-f^B^ «l*«ffl?^^*->^ 
A-e&*SL* 0 *ET*»flf±fc»fc»tt (1. 9 1 4 g) ©rt. -» (1. 5 
63g) £flfct>. rh5t Ko75> (1ml) t:&J#£-t*\ tK (7m 1) £6 
N*K*«Sft (17ml) fcJniT 8 ftfiQStt L tz Q SUtM^mtmsm 2 3 £ 
©»0^feT?«yS U «H©*fc£»* 3 1 3 m g . JR$ 2 2 %T"^/c 0 
(FD-MS, m/z) : 2 32 (M + ) 

1^0)2 8 

(3-^DD7x-il) {4- [(6, 7-yy h^>--4-^yj^) 
->] 7^-^} > (3 l) 

4-?do-6, 7-^^ 'J > (8 9m g) £HJfe0l]2 7T"ifc3 

-y-DD^i^!/ 4-tKo+y7x^Jb (2 7 9mg) 

18 0t*2 0»WLfco IQte«2 4iRI*©^rft"Cll|»!1-«CifcJ;0^ 
^JS©<fc£$j£6 7mg, JR^4 0%Ti£/c o 

1 H-NMR (CDC l g, 5 0 0MHz) : 6 4. 0 5 (s, 3 H) , 4. 
01 (s, 3H), 6, 71 (d, J=5. 5Hz. 1 H) , 7. 3 1 (d, J 
= 8. 5 Hz, 2H) , 7. 5 1 (s, 1 H) , 7. 69 (s, 1 H) . 7. 9 
4 (d, J=8. 5Hz, 2H), 8. 12 (s, 1 H) , 7. 37~8. 03 
(m, 4H) 

®S##rtl (FD-MS, m/z) : 4 1 9 (M + ) 
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rj?l£S©:^ h d y * > (5ml) +x ifflRS©7-7-;l/ (5 4 1mg) irfr 
4 - t - -fl-JUKyVJ ^DiJK(9 8 3mg) iTtSJRffio'x* > i> * 
A(III) h 'J7Wd/^>7W - h (492mg) £JlD;i^ 6.0 < CfcT2 

^8 6 2mg, iR$6 4%T'^ 0 
M£tfr4£ (FD-MS, m/z) : 2 68 (M + ) 

^6fe0J3O (###!) 
4-t-7'f;l/7x-;l/ 4-b Ka^'>7x— ;l/ »h> 
W2 9Ti/:4-t-y^b7x^A 4-yh*i'7x-;l/ >!r h > 
(8 6 2mg) £N, N-^yf-;U*;bA7$ K (3 5ml) fc»»U * h l> 
*A**/ h + S/K (5 6 2mg) *Jd^ T )13 ^mftt Z&ffimiLtz a 

7k5g^ v is V I % jaET^Sif -5 C i \z «fc *) N 

7 9 4mg, )K$9 7rat 0 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 61. 36 (s. 9H) , 
6. 9 2 (d. J =8. 5Hz, 2H) , 7. 4 9 (d. J -8. 6 Hz, 2 H) 
. 7. 72 (d, J=7. 9Hz. 2H), 7. 79 (d, J = 8. 5Hz, 2 
H) 

■ -S8£#rtil (FD-MS, m/z) :2 5 4 (M + ) 
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mmmz 1 

7i-i) > (3 2) 
4_ ?Dn -6, 7-i>** 'J > (3 4 lmg) <t^!(50>J3 OTH*: 

4 _ t 4-kKo+'>7i-^ *t h > (7 7 5m g) £S 

*7A?D? |«^77-f-ia^SIU £fi©<fc&«£7 2mg, JR$1 1% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 38 (s, 9 H) , 4. 
0 4 (s, 3H) . 4. 0 6 (s, 3H) , 6. 6 5 (d. J =5. 5Hz, 1 
H) , 7. 27 (d. J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H), 7. 52 (d, J=8. 5Hz, 2H). 7. 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) . 8. 57 (d, 
J = 4. 9Hz, 1H) 

HS^tfrlt (F AB-MS, m/z) :4 4 2 (M + + l) 

HJS0I3 2 

TfciRS©- h o y * > (5 0ml) + N ffi!RS©7-y-JM3. '2 4 4 b) 
£7pB5,S©4-7x-;b^>v^;U?a 'J K (6. 5 0 0 g) iTtJBSS.O-f y f- 
/l/t^A (III) h 'J7Mo^ ^>7JU**- h (1. 86 1 g) £flfl;L> 
6 0°CI^T2 4 Uz 0 *;UAT'#IH£, * a a 

*^AJi**ll*iHlv/*->^ATf^L«ET*ttH*LT»fcM (9. 8 
4 2g) ©-SB (1. OOg) ^*-*>/7-feb>-eRBM-5->«J*Y 
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1 H-NMR (CDC 1 3> 5 00MHz) :<53. 90 (s. 3H), 6. 
98 (d, J =8. 5Hz, 2H), 7. 40 (t, J=7. 3Hz, 1 H) , 
7. 48 (t, J=7. 3Hz, 2H), 7. 6 5 (d, J = 7. 3Hz, 2 H) 
, 7. 7 6 (d, J=8. 6Hz, 2 H) , 7. 85 (d, J=8. 5Hz. 2 
H) , 7. 8 7 (d, J =9. 2Hz, 2H) 

Sfi^tffM (FD-MS, m/z) :2 8 8 (M + ) 

4-\z7 4-bh'Dt->7xz;l/ »h> 

l?IM3 2-elfc4-t'7x^ 4-n + ->7i-A ^rh> (267m 
g) £N, N-^>fWA75 K (20ml) + MJ * A^* t 

f*2/K(162mg) 7^>1Tffl»T3i^BaiB«ELfco RiSia^ft 

£1 0%'J >Se7k&&<hf^x^;U-e#IiU PBSx^^^-O. 5N5Bi?ffi7k 

fSCilcj;^ Sfg<ZMb&«9« 2 0 7mg. JR^8 2%^fc 0 

* H-NMR (CDC 1 3 . 5 0 0MHz) : 5 6. 9 1 (d. J =8. 5H 

z, 2H) , 7. 4 3 (t, J =7. 3 Hz, 1 H) . 7. 5 2 (dd, J = 7. 

3 Hz, 7. 9 Hz, 2H) , 7. 7 0 (d, J =8. 5 Hz. 2 H) , 7. 7 

5 (d. J=7. 9Hz. 2H) 7. 77 (d. J=7. 9Hz, 2H), 7. 

83 (d, J=7. 9Hz, 2H) 
SfSfttfll (FD-MS. m/z) :2 7 4 (M + ) 
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(4- [ (6, 7-^ Hrt/-4-^')^) 7x^} (4-fc* 

7^-;iQ > > (33) 

4-^od-6, 7-S?y h*'>*yj > (6 5mg) <hHjfe0J3 3T|frt:4 
-k'7x-;U 4- t Kd+->7x-;U * h> (7 9mg) *ft^U 1 8 0 

mmtzmmi' u * a v b ^7 7 * -k «t 0 mm u nmvut&fo* 5 0 

1 H-NMR (CDC1 3 , 9 0MHz) : 5 4. 11 (s, 3 H) , 4. 1 

4 (s. 3H), 6. 74 Cd, J = 5. 3Hz, 1 H) , 7. 30~8. 09 
(m, 15H). 8. 65 (d, J =5. 3 Hz, 1 H) 
Si^I(FAB-MS, m/z) :4 6 2 (M + ) 

^Sfe0J3 5 &*SW) 

A- 1 x.—A< 2-j-7»;b »h> 

rfflESO- h d y 9 y (1 0ml) <k rPBS° a ©T-V-;b (1. 08 1 g) 
irUISS® 2-t7h-fWD'JK(l. 906g) irfrBSffiOM * r^h'C'A 
(III) M)7;M-oy *>x;U*;f- b (6 2 0mg) ^-Jn^ 6 0 "CUT 8 
^figaffli I fco RJSfi£«Pfc*£ * * o *^A-e#iiSL ? a n *JU*m*Mfc 

»8 1 7mg, K$3 l%T-^o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 89 (s, 3 H) . 6. 
9 8 (d. J=9. 2Hz, 2H). 7. 53 (t, J = 8. 6Hz, 1 H) , 
7. 5 8 (t, J =9. 2 Hz, 1H) , 7. 8 6-7. 9 3 (m, 6 H) , 8. 
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2 1 (s, 1H) 
Mfttirm (FD-MS, m/z) :2 62 (M + ) 

m&W3 5H-mtz4-ji h + v7x^.;l/ 2-^7?-;b y|>> (73 5mg) 
£N, N-yVf^tAAT; K (20m J) Icig^U ^MI^Af-*^ 
-> K (4 9 lmg) *Jdx.^ 7Jl^>^mmT5^mMMlfz 0 RfBm&ta*n 
Itm 3 3 t Wm<Ol5 : ik\m o iMif 3 C iKJ; tK SJgcD^^^ 5 9 5 m g „ 

2 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 6. 9 3 (d, J = 7. 6H 
z. 2H), 7. 61 (t, J-7. 0Hz, 1 H) , 7. 67 (t, J=7. 
3Hz, 1H), 7. 74 (d, J=8. 5Hz, 2 H) . 7. 78-7. 80 
(m, 1H), 8. 02-8. 10 (m, 3 H) , 8. 25 (s, 1 H) 
WMAVrm (FD-MS, m/z) : 24 8 (M + ) 

HlJfe0J3 7 

{4- [ (6, 7-i^ h*->-4-*7 W 7x-;l/} (2— J- 

^ > (3 4) 

4-^dd-6, 7->^ Y*i/*J »;> (1 1 2mg) iH»3 6T-^ 
4-tKD + ->7xz;l, 2-^-75^^ 4- N> (1 2 4mg) £&£U 1 8 
0W3 O^HHW* tfco Sfc&^fcfiSfn&SfcK^ h 'J * o n 

*^AT-^ii^ ^ n o A^^rMTKBSil^ i/ -7 AT'S£*| U MffTi&j& 
9*»»&n'fcM (2 2 7mg) <D-gg (5 0mg) £IRtU ^qd*;ua/ 
St&x^/u (5/1) •eiP3t5iI->'J*^^D7 7 ^ -fc.fci)fMj 
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U mmoit&yaZl 1 mg> JK*2 3%Tl§^o 

X H-NMR (CDC 1 g. 9 0MHz) : 6 4. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H) , 6. 7 0 (d, J =5. 3 Hz. 1 H) , 7. 3 5 (s, 1 H) 
, 7. 4 8-7. 9 0 (m, 5H) , 7. 9 6-8. 0 5 (m, 6 H) , 8. 2 
9 (s, 1H), 8. 60 (d, J=5. 3Hz, 1 H) 

Si^KFAB-MS, m/z) :4 3 6 (M + +l) 

mBSS.O-ha^^> (10ml) 4\ miSS.©7-V-^ (1. 08 1 g) 

tnm&®2-7-J 4)V>7uy K (1. 4 6 6 g) <tmBSn a aO-r •y^;Hl^A 

(III) h 'J 7Mny * h (6 2 0mg) £fiD;L. 60^:1^X8 

K>, M®fc&ttl*9 6 5mg. JR^4 4%T'^c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 89 (s, 3 H) , 6. 
98 (d, J=8. 5Hz. 2H), 7. 16 (d d, J=3. 7Hz, 4. 9 
Hz. 1H). 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d. J=4. 
9Hz. 1H). 7. 90 (d. J = 8. 6Hz, 2H) 

MftflrM (FD-MS. m/z) :218 (M + ) 

mmm 3 9 (#^j) 

4-kKn^->7x-;l/ 2 -f-.x->>b h > 

HJfe^l3 8"emtz4-t h + '>7i-il/ 2-^x-^ (804mg) 
£N. N-v?y^-;l/*;UA7 5 K (3 0ml) K&PU 
*>K (64 5mg) £Jnx.. 7 Jl^' >%mivrF 5#fffl&Mliz 0 m.$m&V&$:% 
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$m<?>'&, ®]£Tm%4kW& b titzim* t o □ * j^x-mmt s * y a, 

JjyJ*ta-?Vy77 4 -UttWt Z C £ 1= t> s 7 0 2 m g , 

1R^9 3%T»*§*: 0 

1 H-NMR (CDC1 3 , 5 0 0MHz) : 6 6. 8 4 (brs, 1 H) , 

6. 93 (d, J=8. 5Hz, 2H), 7. 14 (dd, J = 3. 7Hz, 4. 
9Hz. 1H), 7. 64 (d, J = 3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d. J=8. 5Hz, 2H) 

MtiVrm (FD-MS, m/z) : 204 (M + ) 

mmm4o 

{4-[(6, 7--^h^y-4-^yj^) tt/] 7x-;l>} (2-^ 
jc=.j1/) y $ j > (3 6) 

4-*oo-6, 7-y> h*->*y U > (1 1 2mg) £HJ60>J3 9Tj|fc 
4-tF'D + ->7x^ 2 -J-^-Jl ^rh> (102mg) 16 

lw«kl5 N ^©{b^tl^3 4mg. iR^l 7%T'^ 0 

1 H-NMR (CDCI 3> 500 MHz) : <5 4. 04 (s, 3H). 4. 
07 (s, 3H) , 6. 65 (d, J =5. 5Hz, 1 H) , 7. 20 (dd, 
J = 3. 7Hz, 4. 9Hz, 1 H) , 7. 29 (d, J=8. 5Hz, 2H) , 

7. 47 (s. 1H). 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz. 
1H), 7. 75 (d, J=4. 9Hz, 1 H) . 8. 0 0 (d. J-8. 6H 
z. 2H) , 8; 58 (d, J =5. 5Hz. 1 H) 

SCS#tJrfii (FAB— MS, m/z) :3 92 (M + +l) 
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(4-^na7x^) {4- [(6, 7 - : 3 * h*>- 4 -*/');!/) 
•>] 7x-;b} / 9 J > (3 7) 

4-? do- 6, 7-?j» h*^^ U > (1 1 2mg) <fcmH£.S©4 n 
n7i-i 4-tKD + ->7i-;l/ -5rh> (3 4 9mg) £»£U 1 80 
2 0 £m&& L fc 0 RJtSR^ft* ?dd* ;bA/i^ixf;l, ( 5 / 1 ) T-g 

g^ JR-$1 2%T-Ii^ 0 

X H-NMR (CDC 1 3> 90 MHz) : 54. 03 (s, 3H), 4. 0 
7 (s, 3H) , 6. 6 6 (d. J = 5. 3 Hz, 1 H) , 7. 1 9-7. 3 4 

(m, 2H), 7. 4 4-7. 5 6 (m, 4 H) , 7. 7 1-7. 9 9 (m, 4 
H) . 8. 5 8 (d. J =5. 3Hz, 1H) 

mS##Hi (FD-MS, m/z) : 4 1 9 (M + ) 

HJS0J4 2 

(4-7Md7x-;I/) {4- [ (6, 7-ynt->-4-^'J;l/)t 

7x-yl} (3 8) 

4-^dd-6, 7-e^ h + ^*yj> (1 1 2mg) £rfJBRS©4 -7Jl/ 
tD7x^b 4-kKp + y7x-;b h > (3 2 4mg) £M&U 1 7 

0W2 oawattfLfco Kim&toznmm 1 ino«©»*-efli»t*ci 

X H-NMR (CDC 1 3 , 50 0MHz) : 6 4. 0 4 (s. 3H) , 4. 

07 (s, 3H). 6. 65 (d, J=5. 5Hz. 1 H) , 7. 18 (d, J 

= 8. 5Hz, 1H). 7. 20 (d. J = 8. 5Hz, 1 H) , 7. 27 (s, 

1H), 7. 28 (s. 1H), 7. 47 (d. J=8. 5Hz, 2H), 7. 
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86 (d, J=8. 5Hz. 1H), 7. 88 (d, J=8. 5Hz, 1 H) , 
7. 90 (d, J=8. 5Hz. 2 H) , 8. 58 (d, J=4. 9Hz, 1 H) 
m&ftVrm (FD-MS, m/z) :4 0 3 (M + ) 

Iffi«4 3 

{4- [(6, 7-vy V*'s-A-*;i))D ? *.- M (7x_ 

>>b) *5 J > (3 9) 

4-^dd-6. 7-->V h + ->*7 'J > (9 lmg) imBSSffl4-h Kd 
+ vK>y 7 xy> (2 4 3mg) £*I£-U 1 8 0t4>3 OtfRSJfitftLfco £ 

mm&yszm&w 3 1 £ i^tio^^T-ffiis-r -5 c <t k £ *k as©* t£i&* 3 8 

1 H-NMR (CDC 1 3 . 9 0 MHz) : 5 4. 0 3 (s. 3H) , 4. 0 
5 (s, 3H) , 6. 6 6 (d, J =5. 3 Hz, 1 H) , 7.' 3 1-7. 9 9 
(m, 11H), 8. 57 (d, J=5. 3Hz, 1 H) 
nm&tirm (FD-MS, m/z) : 38 5 (M + ) 

3, 5->y h*-> h;l/x> 

7th-h'J;K200ml) ^mS^^Jli/J -)l (5. 7 7 g) 
S-tK S^f-MiH* (8. 4 7ml) tm&IJWi* (12. 3 g) £Jn*.-l\ 
2. 5NfIfflj8«Lfco RJBfi^«»***C*^ ?nn*A,A-e#Ij& N ?no 

^+*>/iafcxf-ji/ (5/i) T?j8Bfl«'>y*y^*5A^ ov ^^77/ 

-■efSSW-SCifcJ:??. M©fc£«l*5. 0 4g x JR^8 2%T-iffc 0 
1 H-NMR (CDC 1 q . 5 0 0MHz) : <52. 30 (s, 3 H) , 
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3. 76 (s, 6H), 6. 30 (s, 1 H) , 6. 37 (s, 2 H) 

hm>J4 5 mnm 

jK*xh5t Ko77> (10ml) CfgJfelH 4Ti§*:3, h + -> 

vbi-y u. oog) £&s?u g^emT-4 5r*misa©2. sm© 

n-y^Jb'J^OA-^-y-^^ (2. 9 0m])^Jnx.fcm. 3 0#RIH«# 
Lfco mi5D D D©4-y h + ^'O'AOl^n'J K (1. 2 3 g) ^fl>7 
kKD7?> (10ml) icfgjBU -4 5t:*T-^>o< «5SDx.fc 0 1 l$H£fi 

-^tSI> (5/1) Tjg^Sv/'J^^^^A^D^ h^^^^ -T^gj-rSC 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 4 0 (s. 3 H) , 3. 
69 (s, 6H), 3. 8 5 (s, 3H), 6. 43 (s. 2H), 6. 89 
(d, J=9. 2Hz. 2H) , 7. 82 (d. J=9. 2Hz, 2H) 

1^01 4 6 <&*90 
2, 6-ybKD^^-4-yf;l/7x^ 4-bKn^->7x-;b >r h 

fc**fllJ* * 1/ > (1 Om 1) fc&Ifc0J4 5T?»fc2. 6-yj»h*>'-4- 
yfA7iiA 4-^+->7x-;l >r V > (3 2 lmg) £r£?jJ?U 
+ffiHKa a o© M 7*0**7 > (349ml) £*$>o < UJnx.^ Mife-ft 

wl+ y i) *A#*»re*»u mom* ^ttLiz. wsrtmm 
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X H-NMR (CDC 1 3 . 5 0 0MHz) : 62. 16 (s, 3H) . 6. 
16 (s, 2H). 6. 79 (d, J=8. 6Hz, 2H) , 7. 56 (d. J 
= 8. 5Hz. 2H) 

H»«I4 7 

(2, 6-^b H'p^->-4-y f;l/7x-;l/) {4- [(6, 7->V^ 
•>-4-*yj;iQ a-**/] 7i-M (4 2) 

4-^oa-6, 7-^h + ->*yj> (6 1mg) i£*60l4 6T»fc2. 
6-3tKo+i'-4-^f'A7iiA 4-fc Ko*S/7x— ;U ^ h > 
(1 0 Omg) ^•Jjif-\yy^t)^-JV t J/i-)lx.-7"ji (0. 5ml) (cjgfl? 

17 o-c*2 oftmrnwitzo Km^&®zmn\m.Jmi- b y ? A7k>$ 

? a n*;UAT'£IjU ? nD^UAJIS-tSfD^t;*- h U 7 A7kig&T'ffi8» 

//*J-Jl (1 0 0/1) T?HIB'f*->y*y^*7A^n^ Y>?v-7<-\z. 
&*>mmL $UB<D{£iMsi 3 2 m g > JR^ 2 7 %T*#fc 0 

X H-NMR (DMSO, 5 00MHz) : 
6 2. 18 (s, 3H) , 3. 9 0 (s, 3H) , 3. 9 5 (s, 3H) . 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz. 1 H) , 

7. 32 (d, J=9. 2Hz, 2H) . 7. 4 2 (s. 1 H) ,7. 43 (s, 
1H) , 7. 8 2 (d, J = 8. 6Hz, 2H) . 

8. 54 (d, J=5. 5Hz, 1 H) 

®S#&tH (FD-MS, m/z) : 4 32 (M + + l) 




( 
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mmms onsm) 

4-^op-6, 7-v^ b*is*/') > (1. 8 4g) £r|5|RB®4--h 
D7*/-A (3. 4 2g) 1 7 0«CICT5 0affl«#l,fco £££T* 

7i?D7^77^ -icfcosnKu %m<D<t&va* 4 . 5 4 g> tws 9% 

1 H-NMR (CDCl 3 , 500 MHz) :6 4. 01 (s, 3H), 
4. 06 (s, 3H), 6. 69 (d, J=4. 9Hz, 1 H) . 7. 27 (d. 
J=9. 1Hz. 2H). 7. 37 (s. 1 H) , 7. 47 (s, 1 H) , 8. 
32 (d. J = 9. 1Hz. 2H), 8. 62 (d. J=4. 9Hz, 1 H) 

StfBMFHi (FD — MS, m/z) :3 2 6 (M + ) 

H5fe^J4 9 

6, 7-^ht'>-4- (4-7;;7xMy) 

6. 7-i?n*->-4- (4--ho7x; + -» *>'J> (1. 0 0 g) 
*N, N-5?;**;U*;l>A7$ K/»»xf-;b (3 0ml /15ml) fcigJSU 
1 OK*iMb<5S>$A--fteOS (6 9mg) *Jn^.. zK*£ffl&T£fiK:Tl 7 

h 'J SA-e&j&Lfco *ET»*lffl*U SS©{b^3^7 9 9 
mg. OT8 8Xlf»fc. 

*H-NMR (CD 3 OD, 500MHz) : 54. 00 (s, 3 H) , 
4. 00 (s, 3H) , 6. 47 (d, J=5. 5Hz. 1 H) . 6. 82 (d, 
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J =8. 6 Hz, 2H) , 6. 9 6 (d, J =9.. 2 Hz, 2 H) , 7. 3 2 
(s, 1H) , 7. .6 2. (s, 1H), 8. 3 6 (d. J = 5. 5 Hz. 1 H) 
WftftVrfe (FD-MS, m/z) : 29 6 (M + ) 

N- {4- [ (6, 7- : J/ l±i/-4-*J >J_;U) 7x-;M - 

3-t 0 i)V>t>Jltf*?i K (61) 

6. 7-v>V h + i/-4- (4-T5 y 7*y#-» *y»J >.(5 7mg) t 
rtTSRo a nO-xj^>K (3 7mg) £N, N->>y^*;UAT$ K (2ml) lr 
®fl¥L 1 -xf;b- 3 - (3* -VZ-f-AsT IJ-fu f;l/) #;I/jK5M S 
K£®9£ (7 9mg) £;fjo;i N 5^mUWLtz 0 ttt& 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 54. 0 5 (s, 3 H) , 4. 
06 (s, 3H). 6. 49 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 6Hzv2H), 7. 42 (s, 1 H) . 7. 47 (dd, J=4. 9. 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J=9. 2Hz, 
1H), 8. 26 (d, J = 8. 5Hz, 2 H) , 8. 49 (d, 3=4. 9H 
z. 1H) , 8. 7 9 (d. J =3. 7 Hz, 1 H) , 9. 1 3 (s. 1 H) 

Rft##Hii (FD-MS, m/z) : 401 (M + ) 
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Htfcffil5 1 

N- {4- [ (6, 7-'J/ - 
(3, Ft^x^) K (6 2) 

6, 7-vM h*«>-4- (4-Ti/7xy + '» +7 U> (56mg) £ 
r1jBSo a D©3, 4-i>> h**>$MR (6 0mg) *N. N *;b**A7 
* K (2ml) icj&HU l-x^/b-3- (3* -^WU^o^) 
Wlv'f; K£®*£ (8 1mg) £2lQx.> ^Sl-T2 2^»L/c 0 

(1 0/1) TRM**^*?''!'*^* n-7 -JrJ:t)*»8aU ^ 

gtf>ft&&l£7mg, JR*8%^#fc 0 

1 H-NMR (CDC 1 3 , 500MHz) : <5 3. 8 7 (s, 3H) , 3. 
87 (s, 3H), 4. 06 (s, 3H), 4. 07 (s, 3 H) , 6. 48 
(d, J = 5. 5Hz, 1H), 6. 63 (d. J=8. 5Hz, 2H) , 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2 H) , 7. 43 (s, 1 
H) , 7. 5 5 (s, 1H) , 7. 5 7 (s. 1 H) , 7. 7 6 (d. J =8. 
6Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 

SS£#H1 (FD-MS. m/z) :4 6 0 (M + ) 

N- (4- [(6, b*is-4-*J 'J-^) 7x-Jl/} - 

'y^u^-^yijjl^^i K (6 3) 

6 , 7 _s>y h + ->-4- (4-Ti;7x; + 5/)*>"J> (5 2mg) t 
im8i<Di'tv^*-*>iJfr#>M (4 6mg) *N, N - ^;1>*;UA7 $ 
K (2ml) Icjg&SU l-x^U-3- (3* -S^f^T * y 7n tT;U) * 
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k&k* (84m g ) *jdx.x mu(zx2 2mm&Lizvto mmm 
5 1 tmmom^^^xmmu mm<oit^m^4 5m g> jr^6 A%x-nfz 0 

X H-NMR (CDC 1 g, 50 0MHz) : 6 1. 3 0 (m. 2 H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m. 2 H) , 1. 97 
(m, 2H) , 2. 2 6 (m. 1 H) . 4. 05 (s, 3 H) , 4. 0 5 (s, 
3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14 (d, J = 8. 5H 
2, 2H), 7. 36 (s. 1H), 7. 42 (s, 1 H) . 7. 55 (s, 1 
H) , 7. 63 (d. J=8. 5Hz. 2 H) , 8. 47 (d, J=5. 5Hz, 
1H) 

(FD-MS. m/z) :406 (M + ) 

mm 5 3 

N- (4- [(6, 7-?y h*->-4-^/ U-=JIQ 7x-jH - 

2-77>Wtt^ K (6 4) 

6, 7-v?>t h*->-4- (4-7;/7i; + v) +7 'J > (5 5mg) £ 
i1?BSa©2-7 7>^;l/**>g? (3 2mg) £N, N - v>y ?-Jl*j\,&7 i K 
(2ml) IcJgfJBU l-xf-;U-3- (3* -^^WUyaf;!/) 
tfiM ^ KttKtt (9 lmg) £;Dn;L N SftCT2 2 Bfrffiiia! L fcfL Hife^J5 
1 £TO©»flFm:oTflll!!U M©ft£$l£3 5mg, iR$4 8%Ti#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 4 (s, 3 H) , 
4. 05 (s, 3H) , 6. 4 9 (d, J =4. 9Hz, 1 H) , 6. 5 7 (d 
d, J=l. 8. 8. 7Hz, 1H), 7. 20 (d, J=8. 6Hz, 2 H) . 
7. 28 (d. J=7. 9Hz, 1 H) , 7. 42 (s, 1 H) . 7. 51 (s, 
1H) , 7. 56 (s. 1H) . 7. 7 7 (d, J =9. 2 Hz, 2H) . 8. 
35 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
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SStfflrM (FD-MS, m/z) : 3 9 0 (M + ) 

N - {4- [(6, 7-*J*Y*i'-4-*; 7x-M - 

3-**7 x>^^/^-»S K (6 5) 

6, 7-i/V r*5"-4- (4 -7 ^ 7 7i7 + -» + 7 U > (5 4mg) £ 
rfflKS©3-f-*7 >K (4 4mg) £N, K-if*1-A,*J\,&7i 
K(2ml) fc»JBU l-xf^-3- (3* - i/V 5 J fa * 
;M*5M $ KJSKJg (8 2mg) £&(CT3 1 W)fL/:i, HffiPJ 

5 1 iP«©iiftH«kr»Tai«Lx m.m®fc&m*4 lmg, P5 5%T-^fco 

1 H-NMR (CDC 1 3 . 500 MHz) : 5 4. 02 (s, 3 H) , 4. 

04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H), 7. 56 (s, 1H), 7. 73 (d, J-8. 6Hz, 2H), 8. 

05 (dd, J = l. 2, 3. 1Hz. 1 H) , 8. 37 (s, 1 H) , 8. 4 
7 (d, J=5. 5Hz, 1H) 

JHHMJHi (FD-MS, m/z) :4 06 (M + ) 

HJS0J5 5 

N— {4- C (6. 7-*J* Y**/-A-*J 'J-;1Q ^4-->] 7x_jU} - 

(4--hD7x-^) K (6 6) 

6, 7->7h^y-4- (4-7;77x; + y) +yj > (1 1 Omg) 
imiSSO 4 h o^cllSil (lOOmg) ^N, N - v>V ^;U*;UA7 S K 

(4ml) i:SfSU l-x*;U-3- (3* ->7^7;^Dh^) 
#S?W S VWm (1 7 6m g) feiniU Izgi:t2 2^»lfci, HJg^j 
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5 0 1 g|«©«f^ic «fc -o rmSS! U MO<k^«J* 126mg N jR$77 

! H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 9 4 (s. 3H), 
3. 95 (s, 3H), 6. 49 (d. J = 5. 5Hz, 1 H) , 7. 29 (d. 
J =9. 2Hz. 2H) , 7. 3 9 (s, 1 H) . 7. 5 2 (s, 1 H) , 7. 
93 (d, J=9. 2Hz. 2H), 8. 21 (d, J=8. 6 Hz, 2H) , 
8. 39 (d. J=9. 2Hz, 2H). 8. 48 (d, J = 5. 5Hz, 1 H) 
, 1 0. 7 (s, 1 H) 
MrfttffM (FD-MS, m/z) :44 5 (M + ) 

Hte^J5 6 

N- {4- [ (6. 7-^^^'>-4-4y;-;b) 7 t z;M - 

(N, N-yyf-^7Sy 7x-;U) K (6 7) 

6, 7-i^ h*->-4- (4-7i;7iy + i/) *y i;> (5 1mg) t 
TfflRSO 4 - 3^7 $ J ZMMWt (4 4 m g) £N, N - f;^;U7 
$ K (2ml) f;:&a?U l-x^;U-3- (3' -^^ybj^^t'W 
iih-XV* I h*m&& (8 3mg) ZtiaA.^ M&fcT 1 6B#figfl£#Lfc^ Mffij 
0J5 1 iIS|«l<D«{tlcJ;oT|i[S!!L. 7 m g , TOl 0%T®fc e 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .6 3. 0 6 (s, 6H) . 
4. 05 (s, 3H) , 4. 06 (s, 3H) , 6. 48 (d. J=4. 9Hz, 
1H). 6. 71 (d, J=8. 6Hz. 2H), 7. 17 (d, J=8. 5H 
z. 2H) , 7. 44 (s, 1H) , 7. 5 7 (s. 1 H) . 7. 7 4 (d, J 
= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz, 2H), 7. 94 ( s , 
1H) , 8. 4 9 (d, J =5. 5Hz, 1 H) 
M£tfrffi (FD-MS, m/z) :4 4 3 (M + ) 
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N- {4- [(6, 7-^^'>-4-^'J^)t^'>] y^-M - 
(4-7**)iy*-Jl) *;HK*-»S K (6 8) 

6, 7-i?>i h + (4-7;y7x; + -» +>'J> (5 4mg) t 

rl5KS«>4-7-fef-;l/3cJa§K (4 6mg) £N. N-y^fWA7; K 
(2ml) Ki£ft¥U l-xf-^-3- (3* -/^;b7i;^af;b) 

S K&lfctt (8 7mg) Srflll*., MKT 2 2B#RIM£#UcgL &ffcffl 
5 0£^$©&ttlc«fcoTfi!g!U »H©fls£4jB£4 3mg. JR$5 3%Ti#fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) :52. 66 (s, 3H), 
3. 94 (s, 3H) , 3. 95 (s. 3H) , 6. 4 8 (d, J=4. 9Hz, 
1H) , 7. 28 (d, J = 9. 2Hz, 2H) . 7. 39 (s, 1 H) . 7. 
52 (s, 1H), 7. 94 (d, J=9. 2Hz, 2H), 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1H), 10. 6 (s, 1 H) 

M#tFHI (FD-MS, m/z) :442 (M + ) 

0U£0J5 8 

N— {4- [ (6, 7-vM h^y/-4-*y.)-;U) 7x-;l/} - 

(4-yf;P7x^) a;M?4-fr$ K (6 9) 

6, r*->-4- (4-7i/'7x;* t » (5 4mg) t 

rfJHg D n D©4-7'^^3cm#®f (5 4mg) £N, N-->7W*^A7; K (2 
ml) K&jSU l-xf-;U-3- (3* A7S;ynW) t>Jl>$it 

4 \ (8 5mg) Mr&\cT2 2BSffla#LfcSU HJ60J5 1 £ 

l^*©»ftlcJ:oT««U £&©<fc£4M- 6 5 m g^ JR¥7 8%T&fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 5 (t, J =7. 3H 
z , 3 H) , 1 . 3 8 (m, 2 H) . 1 . 6 4 (m, 2 H) . 2. 6 9 ( t , J 
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= 8. 0Hz, 2H), 4. 05 (s, 3 H) , 4. 06 (s. 3 H) , 6. 4 
8 (d, J=5. 5Hz, 1H). 7. 1 9 (d. J=9. 2Hz, 2 H) , 7. 
30 (d. J = 8. 6Hz, 2H), 7. 42 (s, 1 H) . 7. 57 (s. 1 
H) , 7. 75 (d, J=8. 6Hz, 2 H) , 7. 82 (d, J=8. 6Hz, 
2H), 8. 03 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
; -OTUWftt (FD-MS. m/z) :4 56 (M + ) 

lltfe^J 5 9 

N- {4- [(6, 7- ^y -*JV-)V) ;f^>] 7jl_;1) - 

C4-T $ y?^-^) tiJ\,tf*-y-i K (7 0) 
(4- [(6, F + y-4-*;'J-;l/) 7x^} (4 - 

-^7x^;l) *;l/»|f*1f5 K (lOOmg) £N, N-^yf;^A7; 

(9ml /5ml) lcjg»U 1 0H'*5 (6 9m 

g) £2rax., *3K?HftTaaKT2 2«p|«HWPLA:o J5fi>&£-t? 5 f b£ffl^ 

£8 5mg N iR^9 1%T?§*: 0 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 5. 7 5 (b r s, 2H) , 6. 4 6 (d, J =4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2 H) , 7. 22 (d, J=9. 
2Hz, 2H), 7. 39 (s, i H) , 7. 52 (s, 1 H) , 7. 73 (d, 
J=8. 5Hz, 2H). 7. 89 (d. J=9. 2Hz, 2 H) , 8. 46 

(d, J = 5. 5Hz, 1H) , 9. 90 (s. 1 H) 

M#tfHI (FD-MS, m/z) : 4 1 5 (M + ) 
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0 

N- {4- [(6, Y**/-*-*J*)-Ad 7x-;H - 

4-b°U ^> ft ^ K (7 1) 

6, 7- v>V >**>-4- (4-T$ y 7i/ + -» +y U > (5 3mg) <h 
rfflRS©-f (4 5mg) £N. N - if / TJ\,*A,J*7 i K (2ml) 

KifflSPU l-xf\fl/-3- (3' -WW;y7 , Df*) #;l/*'vM S K 
(9 8mg) 5rJn^.s MKT 6 2BSIH»#Lrt:gU 1 £@»© 

glflncJ^TfitiilLx *H©fb£«J*2 2m g. JR* 3 1 %Ti#fc 0 

1 H-NMR (DMS O-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 96 (s, 3H), 6. 48 (d, J=5. 5Hz. 1H), 7. 2 9 (d, 
J=9. 2Hz, 2H). 7. 39 (s, 1H). 7. 52 (s, 1 H) , 7. 
88 (d, J=4. 3Hz. 2H) . 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 48 (d, J=4. 9Hz, 1 H) . 8. 80 (d, J=4. 3Hz. 2 H) 
, 10. 6 (s, 1H) 

MbMJftt (FD-MS. m/z) :40 1 (M + ) 

HJfe0iJ6 1 

N— {4- [ (6, 7 h^'>-4-^y'J-;U) 7x-;H - 

2-f L ^-7 J L>^;l/^lj-$ K (7 2) 

6. 7-v'y- h**>-4- (4-7U7i7+y) +7 U > (5 0mg) i 
Wk^>2-=f-t-y ^yt))^ym. (4 6mg) £N, n- yy ^*;uat $ 
K (2ml) i:^)HU (3' -^^fA7;;^Dk'j|/) ft 

i (9 9mg) ^rjflQxe. Sfi|cT6 2B#fia«t#L*:gU gfifcttl 

5 1 i mmo&mz x ~> mm u *H©fc£tt* 3 7 m g . m 5 4 %t-^ 0 

* H-NMR (CDC 1 o. 5 0 0MHz) : <5 4. 0 2 (s, 3H) , 



WO 97/1 7329 PCT/JP96/03229 

7 9 

4. 04 (s. 3H). 6. 46 (d, J=5. 5Hz. 1 H) , 7. 11 (m, 
1H), 7. 1 7 (d, J =8. 6Hz, 2 H) , 7. 4 0 (s. 1 H) , 

7. 55 (m. 1H) , 7. 56 (s. 1 H) , 7. 73 (d, J=8. 5Hz, 
2H), 7. 73 (m, 1 H) . 8. 38 (s, 1 H) . 8. 48 (d, J = 
4. 9 Hz, 1H) 

(FD-MS, m/z) : 4 0 6 (M + ) 

mmm6 2 

N- {4- [ (6, 7-i?/ h^->-4-^y'J-^) 7x-M - 

*-Jl,jj)l7H*y-i K (7 3) 
6, 7-^h + i'-4- (4-7;y7x; + y) +yj > (52mg) £ 
h UxW; >/^ky^I/> (3ml /2ml) lc>g©U t* 7 * 

-MM'>|!^d'J K (8 0mg) £flD;U 1S^T2 5l$NHK& t/c Q RJS 

1 H-NMR (DMSO-d 6 , 500 MHz) : 6 3. 95 (s, 3H), 
3. 95 (s, 3H), 6. 48 (d. J=5. 5Hz. 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H) , 7. 40 (s, 1 H) . 7. 43 (t, J = 7. 3H 
z, 1H), 7. 5 0-7. 5 3 (m, 3 H) , 7. 77 (d, J=7. 3Hz, 
2H), 7. 8 5 (d, J=8. 6Hz, 2H) , 7. 9 6 (m, 2H), 

8. 08 (d, J=8. 5Hz, 2H) , 8. 48 (d. J=4. 9Hz, 1 H) 
. 10. 4 (s, 1H) 
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MfeMJftt (FD-MS. m/z) :4 7 6 (M + ) 

N- {4 - [ (6, 7-SM h*->-4-*yj-;t/) 7x-jU - 

(4-yh4->7x-;l/) a;t/#*1J-; K (7 4) 

6, l-*Jt Y*i/-4- (4-7;;7x/ + -» +yj>(52mg)^ 
h i)3i*jlTi >/mik*?-U> (3m 1 /2ml) IdffiHU 7^*04 -7 
K**>£Mtt* d U K (0. 0 7ml) tin*.. M&KT3 O^fHHBfLfcfc 

1 H-NMR (CDC 1 3 . 5 0 0MHz) .6 0. 9 9 (t. J =7. 3H 
z, 3H) , 1. 5 2 (m, 2 H) , 1. 8 0 (m, 2H) , 4. 0 3 (m, 2 
H) , 4. 0 4 (s, 3H) , 4. 05 (s, 3 H) , 6. 4 7 (d, J =4. 

9 Hz, 1H) , 6. 9 5 (d. J =9. 2 Hz, 2H) , 7. 1 8 (d, J = 
9. 2Hz, 2H). 7. 46 (s. 1 H) , 7. 57 (s. 1 H) , 7. 74 

(d, J=9. 2Hz, 2H) , 7. 86 (d, J=9. 2Hz, 2 H) , 8. 

10 (s, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 
Kfc&W£UFD-MS. m/z) :472 (M + ) 

906^16 4 

N- {4- [ (6, 7-?y h*->-4-*V n~Jl) y^-M - 

(4-^D^7x^l>) ijjltf*-** K (7 5) 
6. 7-v?y h + vz-4- (4-T$y-7 i y + -» *y >J > (52mg) t 
ffiBRo D n ©4-7o*£,!l§& (7 8mg) £N, N-^/fWA7? K (2 
ml) ic&ft?U 1 -xf-A,- 3 - (3* -J>V*A/7Sy7ot°;U) ijA,#*j 
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* ^ K£&ig (1 0 2mg) *in* x SSICTI 7 B#|Bfflt# L fclk £tt0t|5 1 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 7 (s, 3H) . 4. 
07 (s, 3H), 6. 53 (d. J=5. 5Hz, 1H), 7. 22 (d. J 
= 9. 2Hz. 2H), 7. 37 (s. 1 H) , 7. 50 (s, 1 H) . 7. 6 
2 (s, 1H) , 7. 6 5 (d, J =8. 6 Hz, 2 H) , 7. 8 4 (d, J = 
8. 6 Hz, 2H) , 7. 8 6 (d, J =8. 6 Hz, 2H) , 8. 4 1 (d, 
J =5. 5 Hz, 1H) 

n&fttirm (FD-MS, m/z) : 4 7 8 (M + ) .4 8 0 (M + + 2) 

(4-^ h^'>^;b»'-;l/7x~;l/) ijJU^^l K (7 6) 

6. 7-i>V h**>-4- (4-7;;7i/ + y) (1 0 Omg) 

£ffiI£S©*y jt*)lfUy?jm (130mg) £N. N- •>';<?■ A 7 
5'KUml) tz®MU l-xf;i,-3- (3* - ?J\,T i J fa 

5 mWtm (2 2 7mg) £Jd*.^ g&KTl 8 H#Pi,M# L || 
M^15 liPIii©g|fp{c<fcoTfilSiL. mm<D{t&®l$: 9 9mg N JR^6 4%T* 

2 H-NMR (CDC 1 3 , 5 0 0MHz) .6 3. 9 8 (s, 3H) , 4. 
06 (s. 3H), 4. 06 (s. 3H), 6. 49 (d. J=4. 9Hz, 1 
H). 7. 22 (d, J = 9. 2Hz, 2H), 7." 43 (s, 1 H) , 
7. 56 (s, 1H), 7. 76 (d, J=9. 2Hz. 2H) . 7. 97 (d, 
J = 8. 6Hz. 2H) . 8. 18 (d. J =8. 6 Hz. 2H) , 8. 4 9 
(d, J=5. 5Hz, 1H) 
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SIMI (FD-MS, m/z) :4 5 8 (M+) 

N- {4- [ (6, h*f-4-*; **vQ 7x-;U - 

2-bT'J ! J's1jA,tf*-*i K (7 7) 

6, 7-v^ b*is-4- (4-7;;7x; + -» >J > (50mg) t 
mBSa©fc°3 >®j (4 2mg) £N, N-i?^fWA7 5 K (2ml) lc 
?§ft¥U (3' _pvf-;U7^ Jfu t'Jl) tumitj l KJ^ 

^ (12 3mg) ^Jd^ ^SJCTI 9NrlBia»Lfcgtx fgjKftl5 1 
&ffrr «fc o TfllS! U ^©*t£#F£ 3 8 m g , JR^i 5 6 %-C^/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 6 (s. 3H) , 4. 
06 (s, 3H) , 6. 49 (d. J=5. 5Hz, 1 H) , 7. 23 (d. J 
= 8. 6Hz, 2H), 7. 4 3 (s, 1 H) , 7. 5 1 (m, 1 H) , 7. 5 
8 (s, 1H) , 7. 8 9 (d, J = 9. 2 Hz, 2H) . 7. 9 4 (m. 1 H) 
, 8. 33 (d, J=8. 0Hz, 1H), 8. 50 (d. J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8. 4. 9Hz, 1 H) 

RfcJMFfli (FD-MS, m/z) :401 (M + ) 

HS60H6 7 

N— {4 — [ (6, 7— ?y h*'>-4-*y 'J-;U) **>Q 7x-^l - 
(4-fc Ko4-->^;Utc~;l/7 ji-;1/) K (78) 

(4- C (6. 7-S?y h*i/-4-*>"J-^) 7x-;H - (4 

-> h*y*A;K-;l/7x-;l/) rt^tf+lf-S */-;U (3m 1 ) ic&jg 
U 33 %7kK<b* y * A^cjfttt ( 1 . 5mi) fcfln*.. ^fi-e 2 nt§m& t fc 0 
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M©ft£#f£ 3 4 m g . iK^ 4 5 %T^fc 0 

1 H-NMR (DMSO-dg, 5 00MHz) : S 3. 93 (s, 3 H) . 
3. 9 4 (s. 3H) , 6. 4 7 (d, J=5. 5Hz, 1 H) , 7. 2 8 (d, 
J =9. 2 H z, 2H) . 7. 3 9 (s. 1 H) . 7. 51 (s, 1 H) , 7. 
9 2 (d, J =9. 2 Hz, 2H) , 8. 0 7 (m, 4 H) , 8. 4 7 (d. J 
= 5. 5Hz, 1H) , 10. 5 (s, 1H) 
Wmfttirm (ED-MS, m/z) :4 4 4 (M + ) 

mmme 8 

N- {4- [ (6, 7->V h*->-4-*yj-;l/) ^->] 7x-i) - 
"s? a^>5>>ti)\,7£Jf-Vl K (7 9) 

6. 7-^> h*->-4- (4-7i;7x; + y) +;>J> (5 3mg) <!: 
OTS(Dy^n^>^>*^>i (6 6mg) £N, N-y^^UA7; 
K(2ml) tz&mU l-i^;U-3- (3* - S*/ fA7 5 7 "/d fc°;b) £ 
$ K«m& (1 1 Omg) ttiQx., ^j&fcTl 7^KHI»Lfc^ £gjfc 
#15 1 4S«Oj|f^JcJ:oT»l!!U ^H®ft#«*3 5mg. JR^5 0%T'|# 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 61. 64 (m. 2 H) , 
1. 8 1 (m. 2H) , 1. 9 1 (m, 4 H) . 2. 7 5 (m. 1 H) , 
4. 04 (s, 3H), 4. 04 (s. 3H), 6. 44 (d. J=4. 9Hz, 
1H), 7. 13 (d, J =9. 2Hz, 2H), 7. 4 5 (s, 1 H) , 7. 
55 (m, 1H) , 7. 65 (d, J=8. 6Hz, 2H) . 8. 47 (d, J 
= 5. 5Hz, 1H) , 
K£##fli (FD-MS, m/z) : 3 92 (M + ) 
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N- {4- [ (6, 7->7t-f>-4-tyj-;l) - 
7y-?>?>-h)\,#*Vi K (8 1) 

6, 7-^ h + ->-4- (4-7;y7x;f-» *J U> (5 lmg) <h 
TfJBRa©T^-7>^>*^+'>®? (1 1 Omg) £N, N — -^yf^t^l/AT $ 
K (2ml) lc»g?U l-xf-JU-3- (3' -y>W7;/^D^) £ 
;U«Kyw^ KiSft^S (1 0 7mg) £fln;L. MUKZ 1 5B#RTOiL*:&. .Sgj6 
1 t^«©»ft»cJ:o-CliS«L, mmo\t&®% 13mg,«$l 7%T'£ 

X H-NMR (CDC 1 3 , 5 0 0MHz) :61. 8 2 (m, 6H). 
2. 0 0 (m, 6 H) , 2. 13 (m. 3H) . 4. 0 5 (s, 3 H) , 
4. 05 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 15 (d. 
J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 55 (m. 1 H) , 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d. J = 4. 9Hz. 1 H) . 

R§#tfrfil (FD-MS, m/z) :4 5 8 (M + ) 

mmmi o 

N— {4 — [ (6, Y*i'-A-*J :**i>J 7x.-M - 

(4-7-ir Ft->7x-i) ;fr;U»'^-fr$ K (8 0) 

6, 7->M h + v/-4- (4-7i;7x; + y)+yj>(110mg) 
<bmiSa©4-T-fe h + v/^mSS? (2 0 7mg) £N. N-y^fM>^7 
^ K (6ml) fc&8¥U l-x^;U-3- (3* -^^7U^DfA) 
t>)\,XV4 \ (2 2 3mg) MfilcT7^at^L^ 

« 5 1 i [5l8£©SttK«fc o TfSSJ U £jg©ft&%£ 1 2 3 m g N JR^ 7 2 %T- 
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H — NMR (CDCIg, 5 0 0MHz) : 62. 3 5 (s. 3 H) , 4. 
06 (s, 3H), 4. 06 (s. 3H). 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 2 1 (d. J =9. 2 Hz, 2H) , 7. 2 5 (d, J =9. 1Hz, 
2H). 7. 43 (s. 1H), 7. 56 (s. 1 H) , 7. 73 (d, J=9. 
2Hz. 2H), 7. 87 (s, 1 H) , 7. 93 (d, J=8. 6Hz. 2 H) 
. 8. 5 0 (d. J =5. 5Hz, 1 H) , 
M##rffi(FD-MS, m/z) :4 58 (M + ) 

IWJ7 1 

N- {4- [ (6, 7->*y K*->-4-*y'J-;U) 7^^;U) - 

2- (6-7-ir b 7 ijJljH^-D-i K (8 2) 

6, 7-^y h + v/-4- (4-7i77x; + -» *y »; > (5 lmg) £ 
mBR£©6-7-fe h+^-2-^7 hxg? (1 2 lmg) £N. N-v?yfW 
^7; K (2ml) lcfc*¥U l-xf-;l/-3- (3' - ^;t/7 $ y 7a 
t°;U) $ ftftfttt (1 2 4mg) fcflD*.. MSlcxi 3B#fyH£#L*: 

^035 1 tmm<ommzji-oxmmu $a®tt&&&6 6m gN usm 

5 96-C»fco 

* H-NMR (DMSO-dg, 5 0 0MHz) :<52. 38 (s. 3H) , 
4. 03 (s, 3H), 4. 05 (s. 3H), 6. 49 (d, J=5. 5Hz, 
1H), 7. 20 (d. J=9. 2Hz, 2H), 7. 30 (dd, J=2. 4, 
9. 2Hz, 1H) . 7. 42 (s, 1H), 7. 5 7 (m, 1 H) , 7. 6 1 
(d, J = l. 8Hz, 1H), 7. 81 (d, J=9. 2Hz, 2H), 7. 
86 (d, J=8. 6Hz, 1H), 7. 89 (d, J=9. 2Hz, 1 H) , 
7. 94 (d. J=8. 6Hz, 1H), 8. 38 (s. 1 H) , 8. 49 (d, 
J=4. 9Hz, 1H) 
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mmftVrM (FD-MS, m/z) : 5 0 8 (M ) 

N- {4- T (6, Hr->-4-*/ 'J-^) ***>3 7x-^} - 

(4-bKD^->7x-^) ftJt/#*lK K (8 3) 

N- {4- [ (6. 7-i^ h*i/-4- + y 'J-^) - 
(4 -7-tr h + ->7i-^) #;MMr-!K K (1 0 3m g) £;< 9 J-h (4m 
1 ) Mi§ft?U 3 5%*lMt*7 U -7A7j<^ (2ml) £JD* N MT?5B#IHH1 

1 H-NMR (DMSO-d g , 5 0 0MHz) : 5 3. 9 4 (s. 3H) , 
3. 95 (s, 3H). 6. 46 (d. J=4. 9Hz, 1 H) . 6. 87 (d, 
J = 8. 5Hz. 2H) , 7. 2 4 (d, J =9. 2Hz, 2H) , 7. 3 9 
(s, 1H), 7. 52 (s, 1H), 7. 87 (d, J=8. 6Hz, 2H), 
7. 90 (d, J=9. 2Hz, 2 H) . 8. 47 (d, J = 5. 5Hz, 1 H) 
, 1 0. 1 (s. 1H) 

nftVim (FD-MS, m/z) .417 (M + + l) 

N- {4- [ (6, 7-*J/ Y* : s-4-*J U-^) - 
2 - (6-b H'a^'>^-7^;b) K (8 4) 

N _ { 4 _ [ ( 6 , 7-5^ h + v/-4-+>")-^) 7x-M - 

2- (6-7-t? h + *>^-"7f-^> *^sK**5 K (4 7mg) (4 
m 1 ) cgft U 35 %7KSHb* 'J * A*»tt (2ml) SriDx.. S&T' 5 B$ IS 
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1 H-NMR (DMSO-dg, 5 00MHz) : <53. 9 5 (s. 3 H) , 
3. 95 (s. 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 18 (m. 
1H) , 7. 2 0 (s, 1H) , 7. 2 7 (d. J =8. 6 Hz. 2H) , 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d, J=8. 5Hz, 
1H), 7. 9 2-7. 9 8 (m. 4 H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (brs, 1H) , 1 0. 4 (s, 1 H) 
Vm&mL (FD-MS, m/z) :4 6 7 (M + +l) 

N- (4-y hti/7x-A) — N' - (4- C (6, 7-v^ h^S/-4- 
*/'J-;l) 7x-;l/> frU7 (4 3) 

6, 7-SM h*->-4- (4-7U7x;*» <; > (5 3m g) * 
H^x> (3ml) \zm®®Mltz'& > 4-1 h + i/7x^KV->7^- h 
(0. 2ml) *JBi, 3p^M»«Wi«Lyi:o #fitiLT*fctSa*aJRU h 
;bx>-e^t*Ci{wJ;t)M©^^5 4mg N @6 8%T^c 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 72 (s, 3 H) , 
3. 94 (s, 3H) , 3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz, 
1H), 6. 87 (d, J=8. 5Hz, 2 H) , 7. 19 (d, J=9. 2H 
z, 2H) , 7. 3 7 (d, J =8. 5 Hz, 2 H) , 7. 3 8 (s, 1 H) . 
7. 52 (s, 1H), 7. 5 8 (d, J = 8. 5 Hz. 2 H) , 8. 4 6 (d. 
J = 5. 5Hz, 1H). 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 
»ft##rte (FD-MS. m/z) :44 5 (M + ) 
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N — (4-7Wo7x-7l/) -N' - (4- C (6. 7-?> h*->-^4- 
^/ij-jl/) tt'>].7»-^} (4 4) 

6, h + v-4- (4-7;;7x/ + -» »J > (54mg)^ 

(3ml) icinlWSflPLfc^ 4-7;bto7x-;MVi'7*-F 
(0. 2m 1) £fln;L N 7 0#BMai§MLfco fftfiLT£fc|g6£MU r 
^x>T*z5fe^f SC<blcJ;»)^jeo>fb^«r3 8mg. iR^4 8%T1#^ 0 

X H-NMR (DMSO-dg, 5.0 0MHz-) :<53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (m, 
2H) , 7. 1 9 (m, 2H) , 7. 3 8 (s, 1 H) . 7. 4 7 (m, 2H), 
7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H) , 8. 45 (d, 
J = 5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) ®* 
»jffi (PD-MS, m/i) :4 3 3 (M + ) 

mmmie 

N— (A-?**? -N' - {4- [ (6, 7-v>V h*->-4-* 
y»J-;l/) 7x-jH »U7 (4 5) 

6, 7-vM h + >-4- (4-7 5 J -J*. J**/} +y"J> (5 2mg) £ 
h;bx> (3ml) tata»J^Lfcau 4-yot7x-Wv->7*-h 
(0. 2ml)£Jn;U 5 0^iaHnH!ai*Lfco KrUSLtlfc^ttKU h 
Ax >«t 4 C i i: i *)il©lk^^ 5 6mg. JR^6 4%X-nit 0 

^ H — NMR (DMSO-dg, 500MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) . 7. 19 (d. 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 4 5 (m, 4H) , 7. 
51 (s, 1H). 7. 59 (d, J=9. 2Hz, 2H), 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s. 1 H) , 8. 86 (s, 1 H) 
fJg##rM (FD-MS, m/z) : 4 9 3 (M + ) , 495 (M + + 2) 

N— {4- [(6, 7-^ 7x-;M - 

N' - (4--hn7x_^/) 9U7 (4 6) 

6. Y*i/-A - (4-7;;7x; + -» +y »; > (1 03mg) 

£hJlsZ-> (10ml) Kfln&?gfl¥LA:&. 4--Hp7x-;WVv/7^-F 
(3 6 6mg) £fln;t> 6 O^UDl^iiaLL^o «ftti LT^fcfeB^TOU h 
^>^»**C£fc«fcOaH©<b£fc£l 4 lmg, 8 8 %-C*#fc 0 

X H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3H) , 
3. 95 (s. 3H), 6. 45 (d. J = 5. 5Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H), 7. 39 (s, 1 H) . 7. 51 (s, 1 H) . 
7. 62 (d, J = 9. 2Hz, 2H), 7. 71 (d, J=9. 2Hz, 2H) 
, 8. 20 (d, J = 9. 2Hz. 2H) . 8. 46 (d. J=5. 5Hz, 1 
H) , 9. 08 (s, 1H) , 9. 4 9 (s. 1 H) 
Mfttirm (FD-MS, m/z) :46 0 (M + ) 

§£5fe0>J7 8 

N- (4-7?Jl7*-)» -N' - {4- [ (6, 7--?y h*i/-4-* 
JV-jl) y^-M frUT (4 7) 

6, 7-i?^>*->-4- (4-7i;7xy + v/) *V 'J > (5 Omg) £ 
Y)lx.y (3ml) JCjnlfe^Lfc^ 4-7f\fc7*— JPW V->T*- h 
(0. 2ml)?-jDx.x 2 6^Jn*WS«JLfco &2t** o o*;l/A/7-t > 
(1 0/1) -eJg^-r5->'J*y;l/*7A^u^ h/77^ -lw«fct>*gS!!U ^ 
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m®<t&®z 3 6 m g^ mm 4 5 %T~mtz 0 

1 H-NMR (CDC 1 3 /CD 3 OD, 500MHz) : 6 0. 9 3 (m, 
3H) ,1.35 (m. 2H) .1.57 (m. 2 H) . 2. 5 7 (m, 2H) , 
4. 06 (s, 3H). 4. 06 (s, 3H) , 6. 49 (m. 1 H) , 7. 1 
4 (m, 4H), 7. 33-7. 62 (m, 6H), 8. 39 (m, 1 H) 

M#tffll (FD-MS, m/z) :47 1 (M + ) 

nam 9 

N- (4-7;;7x-;l/) -N' - {4- [ (6. h*->-4~* 
:fr^->] 7i-i) »l/7 (4 8) 

N— {4- [ (6, 7- ! Jjf h*i/-4-*yj-^) 7*-^} - 

N' - (4--ha) 7x^;l/-)l/7 (lllmg) £N, N-y/f;^AA 

7i K (7ml) fcjgjJPU 1 0 5 V*> (lOOmg) £fln 
;U *3l63?HSlTMJwT2 2«fl8Htj!|iLfco KJ£tt*-fe5-f h£ffiv>TaU§L 

1 H-NMR (DMSO-dg, 5 00MHz) : 6 3. 9 4 (s, 3H) . 
3. 9 4 (s, 3H) , 4. 7 4 (br s, 2 H) . 6. 4 3 (d, J =4. 9 
Hz, 1H), 6. 52 (d, J=8. 6Hz, 2 H) . 7. 08 (d, J = 
8. 6Hz. 2H), 7. 16 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 
1H) , 7. 5 1 (s, 1H) , 7. 5 5 (d, J =9. 2 Hz. 2H) , 
8. 14 (s, 1H). 8. 45 (d. J = 4. 9Hz, 1H), 8. 61 (s, 
1H) 

MSWHI (FD-MS, m/z) :4 3 0 (M + ) 
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mmm 8 o 

N- (4-T*1-)lZ> -N' -{4- [(6, 7-^^t->-4- 

^-^->] 7^— M »l/7 (4 9) 
6, 7-2?y h+>-4- (4-7U7x; + -» +;>J> (51mg) £ 
h;Ux> (3ml) ^ftmM&IHLfc^ 4 *-JU4 V >7*- h 
(2 1 Omg) &tiQz.^ 2 O^KtolftjSBlELfco oo*AV7t h > 

(1 0/1) TJ85at"S->y*y^*7A^nv h^7 7-f-fcJ;»)»«U « 
jg0<t£^£ 5 0mg, JR$6 4 %T'?#fco 

1 H-NMR (CDC 1 3 /CD 3 OD, 50 0MHz) :<52. 59 (s, 
3H), 4. 07 (s, 3H). 4. 07 (s, 3 H) , 6. 50 (d. J=5. 
5Hz, 1H), 7. 17 (d. J = 8. 5Hz, 2H), 7. 36 (s, 1 H) 
, 7. 58(s, 1H), 7. 58 (d, J =8. 5Hz, 2H) , 7. 60 
(d, J=8. 5Hz, 2H) , 7. 94 (d, J=8. 5Hz, 2H), 8. 
40 (d, J =5. 5Hz, 1H) 

nmfiffim (fd-ms, m/z) =457 (m + ) 

N- {4- [ (6. 7-S?> h*->-4-*>"J-;U) 7i-;H - 

N' - (4-7xy*->7x-;U) (50) 
6. 7-^ ^i/-4- (4-7;;7x; + -» *;'J>(53mg) ^ 
(3ml) KjD&fgMLrtiSU 4-7x;*->7x^K7y7*-h 
(0. 2ml) Zmz.* 3 O^JnlfeaaELfco ^SE£*on*;UA/y-fe h> 
(10/1) T-gBa-r*->V#^;Urt-7A*ov hr^^M -lci«9J(i|*!U a 

1 H-NMR (CDClo/CD„OD, 5 0 0 MHz) : <5 4. 46 (s. 
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3H) , 4. 4 6 (s, 3H) . 6. 5 1 (m, 1 H) , 6. 9 8-7. 6 2 
(m, 1 5H) . 8. 4 0 (m. 1 H) 
®fi£ffll (FD-MS, m/z) : 5 0 7 (M + ) 

N- (A-4V?u\*)V7 *-Ad -N' - {4- [ (6, 7-SM h*->- 
4-*/'J-;l/) **>A 7x^;H frU7(5 1) 

6. h + i^-4- (4-7$ y "7 +y »J > (5 1mg) £ 

h;l,jc> (3ml) CftiJ»»l?Lfc^ 4-^yyDt'A7x^KVy7*- 
h CO. 2ml)£in;U 2 6»iSILfc 0 o o*M/7t h 

> (lo/i) T?sBa"t-s->u*y^*5A^Dvh^5 7^ -«wj:t)ifinju 

mM<t>it&®}£ 7 0 m g . JR^ 9 0 %-?'&iz 0 

1 H-NMR (CDgOD. 500MHz) :<J1. 18 (d. J=6. 7H 
z. 6H), 2. 82 (m, 1H), 3. 97 (s, 3H) , 4. 01 (s, 3 
H) . 6. 37 (d, J=5. 5Hz. 1 H) , 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J = 8. 5Hz, 2H), 7. 25 (d, J=8. 5H 
z, 2H) , 7. 2 6 (s, 1H) . 7. 3 8 (s. 1 H) , 7. 4 1 (d, J 
= 9. 2 Hz, 2H) , 7. 5 4 (s, 1 H) , 7. 8 2 (s. 1 H) , 8. 0 
3 (s, 1H), 8. 42 (d, J = 5. 5Hz, 1 H) 

HEkftlfttil (FD-MS, m/z) :4 5 7 (M + ) 

IWJ8 3 

N— (4-h'J7^tP^Wx-;l>) -N' - {4- [ (6, 7--^h 
^■>-4-t;'J-;l/) -7j.-M "7 1/7 (5 2) 

6, 7-v» h + S/-4- (4-7;;7x; + -» *>"J> (5 3mg) * 
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h;Ux> (3ml) izmfmMtfz'^ 4-h>)7)l<*v*1-jl7x-)\,Jvi/ 
7*-h (0. 2ml)*Jll;U 1 Ofiffitotrnmiizo WtBLTifc^^aii 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 05 (s, 3H) , 

4. 05 (s, 3H). 6. 52 (d, J=5. 5Hz, 1H) , 7. 18 (d, 

J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 56 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H), 7. 62 (d, J =8. 6Hz, 2H) 
. 7. 6 3 (s, 1H) , 8. 4 0 (d. J =5. 5 Hz, 1 H) 

mmftttm (ED-MS, m/z) :48 3 (M + ) 

HM8 4 

N- (4-n-yf;l/7x-;l/) -N' - {2- [(6, 7-^ht->-4 
-*7'J;U) 7x-;b) frPT (14 7) 

HJ60!l4 8lcfc^T^ 4--hD7x;-JH:^x.T2--hD7x;-;l/$' 
fflV*fc<ijNi|5|tl&t;:8¥Lrt:6. 7-^^h + ->-4- (2--hD7x; + -» 
*>"J >^r^fe0iJ4 9iPi^lcii^LT^ 6, 7-^/ h*->-4- (2- 
7i;7x;*-» (5 6mg) £h;l/i> (3ml) izljafmffilfz 

4-n-yf;l/7x-Mvm-h (0. 2ml) ^Jn^ 3 O^Jn 
&33feLfc 0 ^^DD^A/7th> (1 0/1) X-mMtZ^VJjfJl 
h/77^ -\z&*)m&l. mm<»it£Ml*A 5m g, JR^5 0%T^7t o 

* H-NMR (CDClg, 5 0 0MHz) :<5 0. 89 (t. J = 7. 3H 
z, 3H) , 1. 3 0 (m, 2H) ,1.52 (m, 2H) , 2. 50 (m, 2 
H) . 3. 9 0 (s, 3H) . 3. 9 3 (s, 3H) , 6. 2 2 (d. J = 
4. 9Hz, 1H), 6. 87 (d, J=7. 3Hz, 1 H) , 6. 96- 



WO 97/17329 



9 4 



PCT/JP96/03229 



7. 0 1 (m, 4H), 7. 15 (b r s, 1 H) . 7. 2 8-7. 3 1 (m. 
4H), 8. 12 (brs, 1H), 8. 26 (d. J=4. 9Hz, 1 H) , 

8. 58 (d, J =7. 9Hz, 1 H) 
M£*Hi (FD-MS, m/z) :47 1 (M + ) 

HJfe0J8 5 

N — (4-n-7'^;l/7 J c-;U) — N' - {3- [ (6, 7-v> h*-/-4 
-*7U;l/) 7x-;i} »i/7 (9 1) 

■fflV^a^liH»»c«Lfc6. 7-^> h + ->-4 - (3--ho7x;4i/) 
*J U >£HJ£0>J4 9i|5)^{cjl5ELT'#^ 6. 7- v^h + ^-4- (3- 
7;;7x; + y) (51mg) £ h;Ux> (3ml) Kj&TJ&jgftlL*: 

4-n-yf-;l/7iJi.;U^ v>7*- h (0. 2ml) 5 05>KJn 

*fcSafcUc 0 Si$-^DD^A/7-frh> (10/1) T*m$%tZ>'S , )i3'fJl' 
^n-7h^77^-irJ;?)»MU mm<D<t&®$: 2 6 m g> JR$3 2 %T'^fco 
1 H-NMR (CDC 1 g, 500MHz) :<5 0. 89 (t. J =7. 3H 
z, 3H), 1. 3 0 (m, 2H), 1. 5 2 (m, 2 H) , 2. 5 1 (m, 2 
H) , 3. 95 (s, 1H), 4. 00 (s, 1 H) , 6. 49 (d, J=5. 
5Hz, 1H), 6. 81 (d, J=8. 0Hz. 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H) . 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 51 (s, 1H) , 7. 8 4 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 4 3 (d, J =4. 9Hz, 1 H) 
KSftffli (FD-MS, m/z) :47 1 (M + ) 
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%ffiftl8 6 

N-n-T^-N' - {4- [(6. h*->-4-*yj )l) 

•>] fruj (13 9) 

6, 7-->V h*»>-4- (4-7;77xy + -» *J<)y (5 lmg) * 
h;bx> (3ml) \zMmm\stt'&s n-^WV->7*-h (0. 2ml) 
£2in;i> 14^MliSiLfc 0 W^ont^U/7th> (10/1) T- 
mm-Z : s>)*>f)\,>ru^Y>?y7> ( -\z&y)%mU %M(Oit&®Z'Z lmg. 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 9 3 (t. J = 7. 3H 
z, 3H) , 1. 3 7 (m, 2H) ,1.53 (m, 2H) , 3. 28 (m, 2 
H) , 4. 0 4 (s, 3H) , 4. 0 4 (s, 3H) . 5. 0 4 (b r s. 1 H) 
, 6. 44 (d, J=5. 5Hz, 1 H) , 6. 98 (b r s, 1 H) , 7. 1 
1 (d. J = 9. 2 Hz, 2H) , 7. 4 1 (s, 1 H) . 7. 4 3 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J =4. 9Hz, 
1H) 

nmftftm (ED-MS, m/z) :3 9 5 (M + ) 
HJ60J8 7 

N- {4- [ (6. h*»>-4 'J ;IQ 7iz;H - 

(4-h'J7;l/toyf;t/7x-^) a;MHr-»$ K (15 7) 

6, 7-2>y h*->-4- (4-7^7 I ; + -» (5 3m g) <b 

TfflRS© 4 -> »J -Jh*u* 9 >3B&Stt (102mg) £N, N - s?y 
;UAT^ K (3ml) fcWBLfclfc 1 -jif-ju- 3- (3' -*J**A,TIJ 
fa t'j» UA,$*M i Kttgg (1 0 2m g) fcfciiU ^SfcTl 43mtt 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 4 (s, 3 H) , 4. 

05 (s, 3H) , 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H) , 7. 41 (s, 1 H) . 7. 55 (s. 1H) , 7. 7 

6 (d. J =8. 5 Hz. 2H) , 7. 7 6 (d. J =8. 6 Hz. 2H) , 8. 
02 (d. J = 7. 9Hz, 2H), 8. 13 (b r s. 1 H) . 8. 49 (d. 
J=5. 5Hz, 1H) 

nmftmm (ED-MS. m/z) :4 68 (M + ) 

mmms 8 

N- {4- [ (6. l-V* h*v-4 'J/IQ 7 jl-jU) - 

(4-->^p^v>>t/7 3 L-;l/) H* (15 8) 

6. 7-i?/ h**>-4- (4-7;/7x; + -» +7 'J > (52mg) t 
rfjJ!££©4-^o's*v'^m§& (1 0 9mg) £N, N- 
7; K (3ml) lcjgfc?Lfc&. l-xf-^-3- (3' - V * i~)VT I J Zfu 

t-)i) ijbxvj i mmm (i 1 omg) w&kti 4mm&&iti 
&s mmms 1 tmmom^x^xn^u mm^*5 4mg. 

1 H-NMR (CDClg. 5 0 0MHz) :61. 25~1. 86 (m. 
10H). 2. 55 (m. 1 H) . 4. 01 (s. 3H). 4. 03 (s. 3H) 
. 6. 46 (d, J = 5. 5Hz, 1 H) . 7. 16 (d, J=8. 5Hz. 2 
H) . 7. 2 7 (d. J = 7. 9 Hz. 2H). 7. 39 (s, 1H), 
7. 55 (s, 1H). 7. 75 (d, J=9. 2Hz. 2H) , 7. 83 (d. 
J=8. 6Hz, 2H). 8. 46 (d, J=5. 5Hz, 1 H) 
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(FD-MS, m/z) :4 82 (M + ) 
N- {3- [ (6, 7-^/ h^->-4-^> - 

(4- t -7f-;U7x-;lO K (1 5 9) 

6. 7-^h*->-4 - (3-7;;7xy + y) (5 4mg) £ 

miKS© 4 - t - 7^;l/SfcmS* ( 1 0-2-m g ) £N. n - s? > y i 

K (3ml) xmmLi-J&. 1-jc^-3- (3' -^H7;^d^) 
$ KJ£8?i£ (1 0 6 nig) MKT6B£fiaft#L'fciL HfiS 

W5 1 <h|5|$£©fgfttc£oT»§S!U 3S»Dfl;£#£2 9mg N jR$3 5%Ti# 

X H-NMR (CDC 1 3 , 5 0 0MHz) :<51. 34 (s, 9 H) , 
4. 01 (s. 3H). 4. 04 (s, 3H) , 6. 55 (d, J=4. 9Hz, 
1H), 6. 97 (d. J=7. 3Hz, 1 H) . 7. 2 9-7. 6 8 (m, 7 
H) , 7. 85 (d, J=7. 9Hz, 2H), 8. 48 (d. J=4. 9Hz, 
1H) , 8. 5 9 (b r s, 1 H) 

wm&mm (fd-ms. m/ Z ) : 4 5 6 (m + ) 

N- {3- [ (6, 7-5?y h**>-4-*yp;l) 7i-;i>) - (4 

-t-7f^7xz;b) ^7^»>-»$ K (16 0) 

6, 7-v?y h*->-4- (3-7;;7x-W) +7 >) > (6 2rag) 
imB5S©4-t-^Jl^m§K (1 09mg) £N, N-yVfM^A7 
^ K (3ml) CftJBLfcSU l-x^;i,-3- (3' - ^ ;t/7 ; , ^ D t - 
**#5>-r$ KttKtt (1 12mg) *JQ;U 5*ITO*Lfc«, 
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msm 5 1 tm&owfciz* o -cam u mm>\t&to* 5 4 m g ^ w.m 5 1 % 

1 H-NMR (CDC 1 3 . 5 0 0MHz) :<5 1. 3 1 (s, 9H) , 4. 
00 (s. 3H) , 4. 01 (s, 3H), 6. 83 (d. J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9H) . 8. 0 6 (m. 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H). 8. 60 (b r s, 1 H) _ 

«S##tM (FD-MS. m/z) :4 7 2 (M + ) 

N— {4- [ (6, h4->-4-*7 U;U) **] 7x-;H - (4 

-71- fry*- Ad ijjltf^l K (1 6 1) 

6, 7-^b*->-4- (4-7;/7x; + -» +7 'J > (6 2mg) £ 
rPBSS©4-yf-^ES®5 (10 4mg) £N, N-J?^fA*U7 5 K 
(3ml) fcSJBLfcflU l-x*;U-3- (3' -yyWS;^ak^) 
^ KJaiktt (1 1 7mg) ^ioA-N, ^gldT2 ll$HHI#Lfcfk H 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 4 (t, J=7. 3H 
z. 3H) , 1. 38 (m. 2H) , 1. 63 (m, 2H) , 2. 6 9 (t, J 
= 7. 9Hz, 2H), 4. 03 (s, 3H) , 4. 05 (s, 3H) . 
6. 72 (d, J=4. 9Hz, 1 H) , 7. 30 (d, J=7. 9 Hz, 2H) 
. 7. 39 (s, 1H), 7. 42 (s, 1 H) , 7. 57 (d, J=8. 5H 
z, 2H), 7. 78 (d. J=8. 5Hz, 2 H) , 7. 81 (d, J = 7. 
9 Hz, 2H) , 8. 08 (s, 1H) , 8. 4 2 (d. J =5. 5Hzr 1 H) 

Kft##r{g (FD-MS, m/z) :4 7 2 (M + ) 
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$mm9 2 

N- {4- [ (6, h*->-4-*y 'J;U) 7.x-^} - 

N' - (4-yWt7x^) -)U7 (16 3) ^ 

6. 7-v?y> + i/-4- (4-7i;7 i ; + y) +/'J > (53mg) £ 
h;i/x> (3m l) icJdMISL^ 4-^^;Uf-^-7x-;u>rv>'T^- h 
(0. 2ml) £Jd* n 8&fflftlilft&ttl*:o WHiLTfcfclSfifcittRU hA- 
i>-e^t^ C £ fcJ: tJgjiO^^re 2 m g, iR$ 7 6 %T"^ 0 ' " 

1 H-NMR (DMSO-dg , 5 0 0MHz) .6 2. 4 4 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s. 3H), 6. 44 (d, J=4]*9Hz, 
1H), 7. 19 (d, J=9. 2Hz, 2H) , 7. 23 (d. J=8. 5H 
z, 2H), 7. 38 (s, 1H). 7. 44 (d, J=9. 2Hz, 2H), 
7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2 H) . 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 

SCfi##ff! (FD-MS, m/z) :46 1 (M + ) 

$mm9 3 

N- Q-^h^^^^-^^jL-;!/) — N' - {4- [ (6, 7--?/ h 

6. 7--^ h*->-4- (4-7;;7x; + i/)>;'J> (53mg) £ 
Mbx> (5ml) Icfln&fcJBLfcgU S-ih+v'^^-^t-WVv/ 
7*-h (2 8 4mg) SflQ*., l^TO»fi«tL^ 0 n n*;kk/7 

*h> (10/1) ■eS§at5>"J^y">'l/^7A^Dvh^57^-{c«fc»5^S 
U £SO{b£$j£l 8mg. JR^2 0%T-^fco 

1 H-NMR (CDClj, 5 0 0MHz) :61. 3 8 (m. 3H), 
3. 9 8 (s, 3H), 4. 0 5 (s, 3H) , 4. 3 5 (m. 2 H) , 6. 4 
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5 (d. J =5. 5 Hz, 1H) , 7. 1 2 (d, J =9. 2 Hz, 2H) , 
7. 4 0 (s, 1H) . 7. 4 7 (d, J = 9. 2Hz, 2H) , 7.^7 (d, 
J =8. 6Hz, 2H), 7. 5 8 (s, 1 H) , 7. 96 (d, J = 9. 2H 
z. 2H) . 8. 0 5 (s, 1H) , 8. 1 7 (s, 1 H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H) 
mmftffim (ED-MS, m/z) : 48 7 (M + ) 

mum 4. : T 

N _ (4-^ a p 7J :-^) -N' - {4- [ (6, 7-'JJ h*->-4-* 
7'J;l) ***A -7X.-M OPT (16 5) . 

6) ^^.>_4_ (4-7U7i/ + '» *J V> (52mg) £ 

b)l^> (5ml) \z.tim»mL1&» 4-?oD7*-HV->7*-h 
(0. 2ml)£i!jn;Lx ll$l!Bifl«Lfco «fliiLTSfcei*l)RU 
x >T~m>t S C i K J: *) 4 3 m g . JR^ 5 5 %Tif fc c 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J=9. 2Hz, 2H), 7. 32 (d, J=8. 5Hz. 2 H) , 7. 38 
(s, 1H) , 7. 4 9 (d, J =9. 2 Hz, 2H) , 7. 5 1 (s, 1 H) . 
7. 58 (d, J =9. 2Hz, 2H), 8. 46 (d. J = 4. 9Hz, 1 H) 
, 8. 83 (brs, 1H), 8. 83 (brs, 1 H) 
Stfi##Hii[ (FD-MS, m/z) :44 9 (M+) , 4 5 1 (M + +2) 

N- (2--T V^obVl/^^-^) — N' - (4- C (6, 7--?y 
4-^;U;b) »U7 (16 6) 
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6, 7- ! J* b*-«>-4- '(4-7 5 J 7*;*-» > (4 4mg) £ 

h;Ux> (5m I) {cio&jgJIPLfc&s 2-fV^nt^7x^;Wv->7?- 
h ( 0. 2ml) 8 0 ■toWtotAMMl L'fci ?uu *ifi£/T* Y 

> (10/1) TJg^-r5i/U*y;b^7A^a-7 -fc«fc>>tt8i!U 
£jg©tt£»l 4mg N JR$2 0fcT?8fc o 

1 H-NMR (CDClg, 5 0 0MHz) : 51. 21 (m. 6H) , 

3. 21 (m. 1H), 4. 04 (s, 3H) , 4. 04"(s, 3H). 

6. 4 2 (m, 1H), 6. 6 3 (m, 1 H) , 7. 0 9~7. 55 (m, 11 
H) , 8. 4 6 (m, 1H) ~ 
«fi#tFHit (FD-MS, m/z) :45 7 (M + ) 

fl«9 6 

N- (4- [(6, 7-'^y h*->- 4 ■);!/) 7x-;b} - 

N' -7^-;!/^ (16 7) 

6, 7-y^h*i/-4 - (4-7 > (5 lmg) £■ 

(5ml) KjQ&7&ft?L*:&, 7xz;K7i/7^-h (0. 2ml) 
£JJDX.. 5 O^Jnlfeil^Lfco ^g£?nn*;UA/T-tr b > (10/1) T 

ssit5->'j*W7Ai'D7h/7 7^ -uu^fifsiu &m<n<t&to& 

2 lmg. JR^4 l%T-'fi^o 
* H-NMR (CDC 1 3 . 5 0 0MHz) : 54. 04 (s, 3H) , 

4. 0 4 (s. 3H), 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6~7. 4 4 (m, 1 OH) , 7. 9 9 (s, 1 H) , 8. 3 1 (s. 1 H) , 
8. 3 6 (m, 1H) . 

SSatFflit (FD-MS, m/z) : 43 1 (M + ) 
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mmm9 7 

N- {4- [(6, 7-'J* h**>-4 -*./ 'J;lQ ?±-M - 

N' - (2--hD7x-^) frUT (16 8) r " 

6, 7- : J* h*->-4- (4-7;y7x;4-» +y'J> (8 3m g) & 
MUx> (8ml) IcJpjKriiFllLfcffe^ 4--hP7x-;Ky->7*-h (3 
70mg) £jfjn;L, 4 O^rBlJUn^^Lfco WlHLT fcfctSB*»ttU hJl/x 
>Wt5Cii:J:!)»fb^5 8mg, TO 4 5K-?»fc 0 

1 H-NMR (DMSO-dg , 500 MHz) : 5 3. 94 (s, JJH) , 
3. 9 5 (s, 3H) , 6. 4 6 (d, J = 5. 5 Hz. 1 H) . 7. 2 2 (m, 
1H), 7. 23 (d. J=9. 2Hz, 2 H) . 7. 38 (s. 1 H) . 7. 
51 (s, 1H). 7. 62 (d. J=9. 2Hz, 2H). 7. 71 (m, 1 
H) , 8. 1 1 (m. 1 H) , 8. 3 1 (m. 1 H) . 8. 4 6 (d. J =5. 
5Hz, 1H), 9. 62 (s, 1 H) , 9. 96 (s. 1 H) 

MbWriKFD-MS. m/z) :46 0 (M + ) 

£ffeffl9 8 

N — (2-7;;7x-;b) -N' - {4- [ (6. 7 -'J/ h*->-4-* 
/UJlQ 7x-;U} (16 9) 

N- {4- [ (6, 7- f J/ h*5>-4-*;UA) 7xz;i,} - 

N' - (2-- hci7x~;l/) 7U7 (4 2mg) £N, N- *J t f- Jl*)lAT 
I V/mttJ-^h (1 2m 1 /6m l) KigftSU 2 0 5 v>-7 
3£ (7 0mg) fcftiiU 7K^a^T^SlcT3^«}^ Ltz 0 

iiz 0 .m.Tmmmu mm<o&&m s 9 «w 10 0 %T-f§fe 0 

1 H-NMR (DMSO-d fi , 5 0 0MHz) : 8 3. 9 4 (s. 3 H) , 
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3. 9 5 (s. 3H) . 4. 77 (brs, 2 H) , 6. 4 4 (d, J = 5. f 
Hz. 1H), 6. 58 (ra, 1 H) , 6. 7 5 (m. 1 H) , 6. 8 5 (m, 
1H) . 7. 18 (d, J =8. 5Hz, 2 H) . 7. 3 4 (m, , 

7. 38 (s, 1H). 7. 52 (s, 1 H) , 7. 58 (d. J=9. 2Hz, 
2H), 8. 29 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 

8. 9 2 (s, 1 H) 

Kftfttfrlg (FD-MS, m/z) :4 3 0 (M + ) 

mmm9s 

N— {4 - [ (6, 7 -it/ t^j/-4-4y jr*^ - 
N' - (3--hD7x-Jl/) frUT (17 0) 
6, 7-i>/ h + >-4- (4-7;y7i/ + y) *y > (83mg) £ 
(6ml) izmtmmitzik^ 3--hn7x-;Kvm-h 
(3 8 4mg) £Jn;U 4 0fiffll]UMMffiLfc o □ n^;U/7t h > 

do/1) Tjg^-r^^u^^i/^^A^Dv -{Ccfco^fsiLx a 

X H-NMR (DMSO-dg, 5 0 0MHz) :<53. 9 9 (s, 3 H) , 
4. 04 (s, 3H), 6. 43 (d, J=4. 9Hz, 1 H) . 7. 10 (d. 
J =9. 2 Hz, 2H). 7. 3 8 (m, 2 H) , 7. 4 7 (d. J = 8. 6H 
z. 2H) , 7. 57 (s, 1H) . 7. 8 1 (m, 2H) , 8. 19 (s, 1 
H) , 8. 31 (s, 1H), 8. 46 (d. J=4. 9Hz. 1H), 8. 5 
9 (s. 1H) 
fCS£#H! (FD-MS, m/z) : 4 6 0 (M + ) 
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mmm 1 o o 

N — {4- [ (6, h*'>-4-*y UJU) 7x^;H - 

N' -*?^;Ufrl/7 (1 7 1) 

6. 7-S>j< h*'>-4- (4-7i/7xy + y) +;'J> (51mg) £ 
hJUx> (5ml) {zmfmffiLtz'&^ t^W7->7^-h (0. 2ml) 
£JD*.^ 2^fm®MMLtz 0 8B^?nnWA/7th> (10/1) TJg 

mg v iR$4lM±o. 

1 H-NMR (CDC 1 3 , 5 0 OMHz) : 5 0. 8 7 (m. 3 H) , 1. 
2 6-1. 3 0 (m, 10H), 1. 5 3 (m, 2H), 3. 2 7 (m, 2 H) , 
4. 0 3 (s, 3H) . 4. 0 3 (s, 3 H) , 5. 0 4 (m. 1 H) . 6. 4 
4 (d, J =5. 5Hz, 1H), 6. 9 7 (s. 1 H) . 7. 1 0 (d. J = 
8. 6Hz, 2H), 7. 41 (s, 1 H) , 7. 42 (d, J=8. 6Hz, 
2H), 7. 55 (s, 1H), 8. 46 (d, J=4. 9Hz. 1 H) 

lMi(FD-MS, m/z) :45 1 (M + ) 

mm ioi 

N- (3-7;/7x^) -N / - {4- [ (6, h*->-4-* 
J'))V) 7*-M ^U7 (17 2) 

N - {4- [(6, 7-^h*->-4-*; i J^) - 
N' - (3--bD7i^-;l/) ^U7 (2 8mg) £N. N-v?y^U*;UA7 
^ K/#KJif-;l/ (5m 1/2. 5ml) fc&j&U 2 0 %7KIMfc'^ ^-7 A- 
^(97mg) £Ud*.h *^&B^TmfilcT3B#Kft#bfc„ 5 
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! H-NMR (CDClg. 5 0 0MHz) : 6 4. 02 (s, 3H), 
4. 03 (s. 3H), 6. 41 (m. 1 H) , 6. 41 (d, J=5. 5Hz, 
1H), 6. 6 1 (m, 1H), 6. 90 (s, 1 H) , 7. 0 5 "ST. 1 H) , 
7. 0 9 (d. J =8. 5Hz, 2H) , 7. 4 0 (s. 1 H) , 7. 4 3 (m. 
1H), 7. 47 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 8. 
03 (s. 1H), 8. 44 (d, J=5. 5Hz, 1 H) 
H*#tffffi (FD-MS, m/z) : 4 3 0 (M + ) 

10 2 

N-TU;U-N' - {4- [ (6, ;t/) 

7x-;H fruy (17 3) 

6, 7->'n + /-4 - U-T^y^y*^) +7 'J > (5 Omg) £ 
N, N-y^m^A7; K (5ml) fc»»Lfc^ 7 'J ;H' 7>/7*- h 
(0. 2ml) fcjp*.. 8 0VT15V&mmaftLtz o Kl&ftfcTKfcJDx.. ft 

m^)ix- 2 mtm Lfc»^aii*is»^!S7k-eft* u mmt^ v >j ^ at? 

&MLiz 0 affTftME*®* ^?oD.t.M/7th> (10/1) t* 

£ -> >; ff =? A ? d v h v 7 * - jc «fc t> fit SI! U SH©ft^ft* 
6 lmg, JR^9 6%Ti#fc 0 
1 H-NMR (CDC 1 3 , 5 00MHz) :<5 3. 9 0 (m, 2H), 

4. 03 (s, 3H), 4. 03 (s, 3H) . 5. 12 (d, J = 10. 4H 
z. 1H), 5. 23 (d, J = 1 7. 7Hz, 1 H) , 5. 62 (s, 1 H) , 

5. 8 8 (m, 1H), 6. 4 1 (d, J =4. 9 Hz. 1 H) , 7. 0 8 (d, 
J =8. 5. 2H) . 7. 3 9 (s, 1 H) , 7. 4 4 (d, J =8. 5 Hz, 
2H), 7. 54 (s, 1H), 7. 75 (s, 1 H) , 8. 44 (d,_ J = 
5. 5Hz, 1H) 
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H*#*HI (FD-MS, m/z) :3 7 9 (M + ) 
SOfc«10 3 

N- {4- [(6, 7-->V h*S/-4— *y U;U) 7x-;l>} - 

N' - (l-f7f^) -)U7 (17 4) 

6, 7-^^ K**>-4- (4-7U7xy*y) *>/ U > (5 Omg) £ 
h^x> (5ml) Kjn&i&jgL*:^ l-7-7fMVv/7^-h (0. 2m 
1) £ftl;U Sif Nd*'^/7^ h > (4 0/1) 

4 lm g, JR$5 2%T'^Co 

X H-NMR (DMSO-dg , 500MHz) :<53. 95 (s, 3H). 
3. 9 5 (s, 3H) . 6. 4 5 (d, J =5. 5 Hz. 1 H) . 7. 2 1 (d. 
J=9. 2Hz. 2H), 7. 38 (s, 1 H) , 7. 4 8-7. 6 5 (m. 7 
H) , 7. 9 2-8. 1 5 (m, 3 H) , 8. 4 6 (d. J = 4. 9 Hz, 1 H) 
. 8. 80 (s, 1H) , 9. 20 (s. 1 H) 

KfifttfriS (FD-MS, m/z) -.4 6 5 (M + ) 

mm 1 o 4 

N- (2-b'7i-^) -N' - {4- [ (6, h*->-4-*yU 

7x-M frU7 (17 5) 
6. 7-S» h**>-4- (4-7;;7xy + -» +y <J > (5 2mg) £ 
(5ml) izUafmmttz^ 2 - If 7 x-JU-< v >7*- h (0. 2 
ml) £iJ0;U 3 0OTJD^iSMLfCo &2t£? d o*;Ui»/74r K > (10/ 

5 6 m g. iR^6 4 %X^fz 0 
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X H-NMR (CDClg, 500 MHz) :<5 3. 97 (s. 3H), 
4. 0 4 (s, 3H) , 6. 3 5 (d, J = 5. 5 Hz, 1 H) . 6. 9 6 (s, 
1H), 7. 4 0 (d. J =9. 2 H z. 2 H) . 7: 14-7.' (m, 

I 1H) . 7. 54 (s, 1H) . 7. 8 9 (b r s. 1 H) , 8. 0 8 (d. 
J=8. 6Hz, 1H), 8. 33 (d, J=5. 5Hz, 1 H) 

KfitftfrM (FD-MS, m/z) :49 1 (M + ) 

$mW 10 5 

N- (4-xf^7x-;l/) -N' - {4- [ (6, 1-*J* h*->-4-* 
J') Ad 7x-;l/) (18 8) 

6, 7-^y + 4- (4-7;;7xy + -» *y y > (5 lmg) £ 
h;l/i> (5ml) K;!jD&7£ft?L*:&> 4-xf*7xi;l/-f y->7*-h 
( 0 . 2ml) £1®*., 9 0 ftMNtfiftE L fc„ £«E£ ? n a * ;U A/7 -ir h > 

(l o/i) T'smt 5 •> 7 a ? D7 h y 7 7 ^ -i-j^fssgu m. 

&0>ik&&£ 4 2 m g> JR$ 5 6 %T'*§fc 0 

1 H-NMR (CDC lg . 5 0 0MHz) : 6 1. 1 8 (m, 3H) , 2. 
5 8 (m, 2H) . 3. 9 9 (s, 3H) , 4. 0 2 (s, 3 H) , 6. 3 9 
(d, J=5. 5Hz, 1H), 7. 07 (d, J=9. 2Hz, 2H) , 7. 

II (d. J = 7. 9Hz. 2H), 7. 25 (d. J=8. 5Hz, 2H). 
7. 4 0 (s, 1H) . 7. 4 2 (d, J =8. 5 Hz. 2 H) , 7. 5 5 (s, 
1H), 7. 6 0 (s. 1H). 7. 81 (s. 1 H) . 8. 4 3 (d. J = 4. 
9 Hz. 1H) 

SStWHK (FD-MS, m/z) :44 3 (M + ) 
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N-O'AQU-N' - (4- [(6, 7-y> h*»>-4-*7 UJU) 
. . • — ^ 

•>] 7x.-j\,} (18 9) 

6. H + (4-7U7xy+y) *yj> (5 2mg) £ 

h;bJi> (5ml) KtiaMfeMLtzWi, ^>^Mv>7*-h (0. 2ml) 
«rJn;U 5 0»WLt, ^?od*W7*F> (10/1) T? 

1 l.mg, JK^l 5%T'ifc, 
1 H-NMR(CDC1 3> 500 MHz) : <5 4. 06 (s, 3 H) , 4. 

07 (s, 3H). 6. 49 (d, J=4. 9Hz. 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H), 7. 43 (s. 1 H) , 7. 54 (m, 2 H) . 7. 5 

8 (s, 1 H) . 7. 6 5 (m, 1 H) , 7. 7 1 (d, J =9. 2H z, 2H) 
. 8. 04 (d. J=7. 9Hz, 2 H) . 8. 50 (d. J=5. 5Hz, 1 
H) , 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

OTfcftflrfil (FD-MS, m/z) :4 4 3 (M + ) 



m.mmi o 7 

N-xh4^>a;U»-Jb-N' - {4- [(6, »y U 

AO 7i^M (19 0) 

6, h*->-4- (4-7;/7x;*/) *y 'J > (5 2mg) £ 

h;U^> (5ml) izjjafmmLtz^ xh + ->*^-MVv/7*~F 
( 0 . 2ml) £JnAx 1 5 ar&n&flft L fc, ?nn* ;b A/T Hr h > 

(1 0/1) -CWi^'J^m^A^Dv h/77^f-icj; t)m»*U S 
®©f t£$j£ 2 0 m g N iR^2 8 %?niz 0 

1 H-NMR (CDCL, 500MHz) .6 1. 37 (t, J = 7. 3H 
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z. 3H) , 4. 1 0 (s, 3H) , 4. 1 7 (s, 3H) , 4. 3 1 (q. J 

= 7. 3Hz. 2H), 6. 70 (d, J=6. 1Hz. 1 H) , 7. 20 (d, 

J =8. 6 H z, 2H) , 7. 6 4 (s, 1 H) , 7. 7 2 (d. j^9. 2H 
z, 2H) , 8. 1 2 (s. 1H) , 8. 5 0 (d, J = 6. 7 Hz, 1 H) , 
10. 0 8 (s, 1 H) 
M##r«f (FD-MS. m/z) : 4 1 1 (M + ) 

mmm 1 o 8 

N- {4- [ (6, 7-v>V>*i/-4-*/ DAQ 7t-M - 

N' - (2-^^>>b7x-;l/) frl^T (56) 

6. l- : Jt h*->-4- (4-7?;7 i ; + -» *yj > (5 lmg) £ 
r^x:/ (5ml) Kfaift&jgl*:^ 2-^^7x^;H'vi/7*-F 
( 0 . 2ml) £flnx. N 1 5 ^Pem^iSilt L tz 0 * o □ *)\,i*/t* Y y 

(1 0/1) T'&ffltZi'>)t)>fJUj?A?a^Yy77 1 -iz£*)%mi, ^ 
S©*t&#l£6 lmg N iR*8 2%Tilfc 0 

*H-NMR (CDClj, 5 0 0MHz) .82. 2 0 (s, 3H). 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J=7. 3Hz, 
2H). 6. 40 (d, J = 5. 5Hz, 1 H) . 7. 0 5-7. 2 0 (m. 6 
H) , 7. 39 (s, 1H) , 7. 42 (d, J=8. 5Hz, 2 H) . 7. 5 
5 (s, 1H) , 7. 60 (d. J = 7. 9 Hz, 2 H) , 7. 80 (s. 1 H) 
, 8. 4 5 (d, J =5. 5Hz, 1 H) 

»ft£tlrte (FD-MS, m/z) :42 9 (M + ) 
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mmm 109 

N - {4- [(6, 7-^7 ht->-4-4;'J^) t^y] 7 ±r ;U} - 
N' - (3-y 1-)V? 3 --)V) "7^7 (5 5) 

6, 7-^h*->-4- (4-7i;7i; + y) *y >J> (5 lmg) £ 
h;Ux> (5ml) fc||Q*!l»J!¥ L fcflU 3 -y f^7x-;K h 
(0. 2ml)£jfJDX.s 1 n n*;UA/7-fe h> 

(1 0/1) IfgJBf *^y*y^*5A^ovh^5 7-f-(cj;t)fi|»!U S 
■©fls£tt*4 l m g v JR$ 5 6 %^/c 6 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 2. 32 (s, 3H), 
4. 02 (s. 3H). 4. 04 (s. 3H), 6. 43 (d. J=5. 5Hz, 
1H). 6. 9 3 (d. J = 7. 3 H z. 1H), 7. 10-7. 2 2 (m, 6 
H) , 7. 41 (s, 1H), 7. 44~7. 47 (m. 3 H) , 7. 56 (s, 
1H) , 8. 46 (d. J=5. 5Hz, 1 H) 

IMtfrl (FD-MS. m/z) :4 2 9 (M + ) 

mm\ 110 

N - (2-7Ma7x-;l>) — N' - {4- [ (6, 1- : J* h*->-4- 
*J UAQ 7^7 (6 0) 

6, 7-^h + i'-4- (4-7j;7x/*-» +y •)> (5 lmg) £ 
hA<x> (5ml) (cJnlfe^Lfc^ 2-7Wo7xiHVi/7^-h 
(0. 2ml) £iQ;U 1 5 #FbTO&3«£ L fc 0 uo*;UA/7-tr h > 

(10/1) T'Sra-r^^'J^y^^A^avh^^^-f-lCkOmSU ^ 
I®M^5 4mg^ iR$7 3%T^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 1 (s. 3 H) , 
4. 04 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) . 6. 9 7- 
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7. 04 (m, 2H) , 7. 10-7. 12 (m. 3 H) , 7. 42 (s. 1 H) 
. 7. 4 9 (d, J =9. 2 Hz. 2H) . 7. 5 7 (s, 1 H) . 7. 7 3 
(s, 1H), 8. 17 (m, 1H), 8. 35 (s. 1 H) , B'% 8 (d, 
J=5. 5Hz, 1H) 
MbMffffi (FD-MS, m/z) :4 33 (M + ) 

IWJ 111 

N- {4- [(6, 7-?/ 4-*>nj^) ^-^->3 7x-;M - 
N',-ya^»t/7 (19 4) 

6, 7 -if/ h + v-4- (4-7i;7x^y)+;'J>(54mg) £ 
N. N-^yf-;U7*^AT5 K (3ml) L yn^vm 

-h (0. 2ml) *Joi N 8 0TCT2 4«fHMinjSMlfi!Lfco jfjn^ 
^i^;UT s 2@tt{±iL/cmW$l^«Sfn^>!KT-^^L. M * A 

-?&mitz 0 &£ET7&j&£©£U DD*W7t h > (10/1) 

59mg N IR'$8 4%T'i#fc 0 

X H-NMR (CDC 1 g , 5 0 0 MHz) : <5 0. 9 3 (m, 3 H) , 
1. 5 5 (m, 2H) , 3. 2 4 (m, 2H), 4. 0 2 (s, 3 H) , 
4. 02 (s. 3H). 5. 47 (t, J = 5. 5Hz, 1 H) , 6. 41 (d, 
J=4. 9Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 39 
(s. 1H). 7. 43 (d. J=9. 2Hz, 2H) . 7. 5 5 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d, J = 5. 5Hz, 1 H) 

Sfi##HJt (FD-MS, m/z) :38 1 (M + ) 
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mmm 112 

N— {4- [(6, 7-Vjf Y*i/-A-*JV)l) 7x^} - 

N' - (4 -Z> s.-)lij)lX->l-7 *7VT (195) 

6. 7-*J* h + ->-4- (4-75;7x;*-» +y U > (5 4mg) £ 
h;^> (5ml) KSflU MJ7txy> (5 3mg) £Jn;i N 2 O^Jn 
SfcBfltLfco Kfcttfc4 -7 $ M>'/7x; > (85mg) £in*.> m#Rain 

KteSiU ^^on*W7-bh> (10/1) T~mffltZis>)i]¥)l 
*7A?D7h/77-( -i=J:f?fS^t, 3£Hfflft£«j£l 9mg, iRsp2 196 

X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4 . 01 (s. 3 H) , 

4. 04 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1H), 7. 4 6-7. 8 0 (m. 

1 2H) , 8. 1 4 (s, 1H) . 8. 3 0 (s. 1 H) . 8. 4 7 (d. J = 

5. 5Hz, 1H) 

JM#*ffil (FD-MS. m/z) :519 (M + ) 

mmm 1 i 3 

N-^v^-N' - {4- [(6, 7-9/ h*->- 4 -*J*))V) ** : A 
7x-;b) «7U7 (19 6) 

6, 7--^h + «>-4- (4-7;;7x; + -» > (5 2mg) £ 

N. N-i^^;l/7*;kk7 * K (3ml) IC&II? I, ^**>Jl"< V : s7* 
-h (0. 2m l ) *fcLx 6 0 tTl ^ 5^15Di«ili#t^o RKtiUzftZtiQ^ 
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"CftfifcLfco tiETWmm&U &&&9uu*)\,J*/T*z h> (10/1) 
T'Jg^-r-5 >U/7>r;U*7A^o-7h^v7-f - «fc 9 U *S©-ffc£«j£ 
6 3m g , IRS? 8 4 %T*#fc 0 . ^ 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 0. 8 5 (m, 3 H) , 
1. 2 5-1. 4 7 (m. 6H) , 1. 5 0 (m. 2 H) , 3. 2 6 (q. d = 
6. 7Hz, 2H), 4. 02 (s, 3H) , 4. 02 (s, 3 H) . 5. 68 

(b r s. 1H) , 6. 4 0 (d, J =5. 5 Hz. 1 H) , 7. 0 7 (d, J 
= 9. 2Hz, 2H), 7, 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz, 
2H) . 7. 5 5 (s, 1H) , 7. 9 4 (s, 1 H) , 8. 4 3 (d~ J =4. 
9 Hz. 1H) 

IIMKFD-MS, m/z) :4 2 3 (M + ) 

mmm 1 1 4 

N- (5 — f yy-)l~) -N' -{4- [(6. 7 — *>' y h 4- - 4 - 7 'J 
ifr) ^-4->] 7^-;L/} frl/T (19 7) 

6, 7-S>V h*>-4- (4-7;;7x; + y) +/'J> (5 lmg) £ 
h;Ujc> (5ml) teKHU HU7*^y> (5 4mg) 1 2^iDn 

&RWLltz 0 U.fo%LKA-TiJ <<y?y (3 6mg) *Jp;U 3 6ftffltia&& 

mttzo Kftmz&tmimi- 1 u $A*8jfefcau;u «s»x*ju-e2iiiiiiitbLfc 
S£U ^^DD*W7th> (io/i) -c«bm-s * yaw* 5 

^^7>^77^ -fci:«3*§£{U «BO<b^«ir*l 3mg, JR^l 6%Ti§ 

1 H-NMR (CDC I 3 , 5 0 0 MHz) : 5 2. 0 4 (m, 2 H) , 
2. 8 2-2. 8 6 (m. 4H) , 4. 0 1 (s, 3 H) , 4. 0 3 (s, 3H) 
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.6. 4 0 (d, J =5. 5Hz. 1H), 7. 0 3 (m, 1 H) . 7. 0 8 
(d, J =8. 5 Hz. 2H), 7. 13 (m, 1 H) . 7. 3 2 (s, 1 H) , 

7. 4 0-7. 5 7 (m, 6 H) . 8. 44 (d. J=4. 9 H z. 1 H) 
mmfttfrm (FD-MS, m/z) :4 5 5 (M + ) 

N- (3, A-V* b^-i/y^-Jl) — N' - {4- [ (6, 7->M b*is 
-4-^y 'J/U) t^->3 7x-;l/} j).U7 (19.8) . 

3, h + ^T- 'J y (4 2mg) £h;Ux> (5m 1) KjgjgU h 

•J**>!r> (24mg) £fln;U 2 2^Jnl^l^LA:o S£&lc6, 7-i^ 
h + ->-4- (4-7;;7x; + -» *y UX5 1mg) (5 2mg) ^Jn 

tr^o a&ET?gi«£@£U M^^oD^A/7*h> (10/1) ir®g| 
t5v"J*^*7A?Dv -f;:«k!9*£SS!U M©{b^!l£l 5m 

gsJR^18%T^ 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 3. 8 4 (s, 3 H) , 
3. 8 5 (s. 3H) . 4. 0 1 (s, 3H) , 4. 0 4 (s, 3H) , 

6. 4 3 (d. J =4. 9 Hz, 1 H) . 6. 7 5-6. 8 0 (m. 2H), 

7. 1 0 (d, J =9. 2Hz, 2H) , 7. 1 6 (s. 1 H) , 7. 3 8 (s, 
1H), 7. 4 1 (s, 1H). 7. 45 (d, J =8. 5Hz, 2H) , 7. 

5 6 (s. 1H) . 7. 5 9 (s, 1 H) . 8. 4 6 (d. J =4. 9 Hz, 1 
H) 

M^Stfi (FD-MS, m/z) : 4 7 5 (M + ) - 
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396091 1 6 

N- (3, 4-xfl/^^t^7t-;l/) -N' - (4- [(6, 7-i?/ 
h*j/-4-*j a-^>] 7x-;U} ?U7 (19 9) ^ 
3, 4-x^b>>?^+^T-g> (8 0mg) £ MUjc> (5ml) 

U h'Jxf*7 5>(0. 5ml) £ta;LfcfcHJ**y> (5 omg) £ln 
^ lNrHnjD«*a«Lfco Rl6ttlw6. 7 - v>> 4 - (4 -7 S y ? x 

*y"J>(5 2mg) £Jto^ 1 0 0 #fflitaJKl»« L fc« KfcfcK&K 

h »j */<**tt«iD** »»xf-^-?2iiuiiimLfcftw«»*iaid*!a* 

*^A/T*h> (10/1) -e8IIBtSv"J*m7A^DTh/77^- 
K«fc 0 fftS! U SftDft^ 6 2 m g % ig$ 7 4 KT?$fc 0 
*H-NMR (DMSO-dg, 5 0 0MHz) :<S3. 94 (s, 3 H) , 

3. 94 (s. 3H). 4. 19-4. 21 (m, 4 H) , 6. 43 (d. J = 

4. 9Hz, 1H), 6. 74-6. 78 (m, 2H) . 7. 09 (s, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H). 7. 37 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (d, J=8. 5Hz. 2 H) , 8. 45 (d, J=4. 9H 
z, 1H), 8. 47 (s, 1H). 8. 69 (s, 1 H) 

(FD-MS, m/z) :4 7 3 (M + ) 

1 7 

N-y»;l,-N- {4- [ (6, h*>-4-*/ 'j;U) ^-^>>1 7 

X -;U} — N' - (4-> ht->7j-;l/) 9U7 (2 0 0) 

(0. 27ml)K*&(0. 1 3m 1) fcflD*, 6 0^T2B#Ej!jn 
%&#lt:o KfofotTh? t Ko77> (8m 1) K&ft?Lfc6. 7-y^h 
+ S/-4- (4-7;;7x; + >» y> (3 0 3mg) £flD;u ggfcT 
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flET»fK£S*U 8S*^oD*W7*h> (10/1) T?aHt<5->'J 
*W5A^n7h/?7-(-fcJ:tl«S!U 6. 7--^ F*->-4- (4 
-^;Jl/7i;7x;*i/) 'J >^3 2 7mgi|/; c 

(3 1 7mg) ^xh-7k Ko75> (9m 1) fcrBJgU **<fc7^£.=.*A 
'J f- •> A . ( 1 8.1m g), .fcjQiU tif®&W LK 0 KJfc&KiiifcT > €■ 

-tr h > (10/1) TfSBafSi/U^y^^A^nv h/57-f -fcJ:!)**!!! 
U 6. h*«>-4- (4-^Wi;7i;+-» U>*23 

9 m g f#fco 

C©6. 7-i?/h*->-4- (4-^W;;7x> + -» *y 'J > (4 
9mg) %V)l>3-y (5ml) KiinJIMWH L fcSU 4-/ h + ->7xzM7-/ 
7*-h (0. 2ml) £flQ;i> 1 2 l$M;t)D*^% L fc 0 S$Ooo*U/ 
7-feh> (10/1) ?mffit&i' i )1] J f>l>*7^?o-?hy77 4-KZ.'0ffi 
SSU iicDib^4 7mg, K?5 1%T"ilfc, 

* H-NMR (CDC l g , 500 MHz) : 6 3. 38 (s, 3H), 
3. 7 7 (s, 3H) , 4. 0 5 (s, 3H) . 4. 0 6 (s. 3 H) . 

6. 14 (brs, 1H), 6. 59 (d. J=5. 5Hz, 1 H) , 6. 82 
(d, J=9. 2Hz, 2H), 7. 21 (d, J = 9. 2Hz, 2H). 

7. 2 9 (d. J =9. 2 Hz. 2H), 7. 4 4 (d. J =8. 6 Hz, 2H) 
. 7. 45 (s, 1 H) . 7. 5 2 (s, 1 H) , 8. 5 5 (d. J =-5. 5H 
z, 1H) 



WO 97/17329 PCT/JP96/03229 

117 

HUkfttFrtiH (FD-MS, m/z) :459 (M + ) 

nmmi is 

N-yf-;l/-N-7x-;l/-N / - {4- C (6, 7-y^^y-4-4^; 
■J;t/) ^-^y/] ^ji-;t/} fri/y (2 0 1) 

6. 7-^^ h + >-4- (4-7i;7x; + -» +y ')> (7 2mg) £ 
f^x> (7ml) IdBSU h'J-t>X^> (5 2mg) £Jn;u 38ffifta£ig 
«Lfc„ 5J£H:N-^Jl;7-'J> (0. 0 5ml) fciniU 1 B^flnJS&M 
L/co RJttffclc&IMc*"*- h y S A7K&i££iD*_x ifcg^^UT?2la]&tiJLrt:& 

£U SHEfc^no^A-A/T-fe h > (10/1) T-Mfflt Z <> U i]>f)lij^ A 
^77^ -fcitUHBU mm®\th®lZ4 8m g N JR«4 6%Tr*#fc 0 

X H-NMR (CDC lg . 500 MHz) : 5 3. 37 (s, 3 H) . 
4. 04 (s, 3H), 4. 04 (s. 3 H) , 6. 32 (brs, 1 H) , 
6. 41 (d, J=4. 9Hz. 1H), 7. 07 (d. J=9. 2Hz, 2H) 
. 7. 37~7. 53 (m. 8 H) , 7. 54 (s, 1 H) . 8. 45 (d, J 
= 5. 5Hz. 1H) 

Kfi##ffit (FD-MS, m/z> : 42 9 (M + ) 

HJfetfU 1 9 

N-y»Jl,-N- (4-y ht->7x-;l/) -N' -/j-Jl-N' - {4- 
[(6, 7--?y h*v/-4-*yUdQ 7x-;l/} »i/7 (2 0 2) 

N- (4-y h + ->7xz;b) — N' - {4- E (6, 7-i^ h*->-4- 
*/'J;U) 7x;l} <>U7 (99mg) £N, N-S?y f-;MOI/A7 ' 

5 K (3m 1 ) lc**?U h U «?A (4 2m g) fctaU £fifcT2 0 
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^RaiSftLfc&a^ffcy^U (0. 0 3 ml) £flnx.. HfiKTl B#Rgffi#L*:< 

S^?DD*M/7th> (1 0/1) •C ! Jl^t--5>'J^^U*7A^n-7 K 
??y>( - K£V)m$lL fUS0{b&#9£9 lmg, ®8 7K7j|fc 0 
1 H-NMR (GDClj, 50 0 MHz) : 53. 23 (s, 3H), 

3. 24 (s, 3H) , 3. 75 (s, 3 H) , 4. 05 (s, 3 H) , 

4. 0 6 (s, 3H), "6 2 7 (d. J = 5. 5 Hz, ... l.H). . 6. 6.9 (d, 

J=8. 5Hz, 2H), 6. 81 (d, J=9. 2 Hz, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H), 6. 91 (d, J=9. 2Hz, 2H), 7. 

42 (s, 1H). 7. 51 (s, 1H), 8. 53 (d, J=4. 9Hz, 1 
H) 

fi^ffl (FD-MS, m/z) : 4 7 3 (M + ) 

£360112 0 (#%M) 

3, 4--^^ao7x-;l/4-y h^->7x-;l>»h> 

OT5a©-hu^^> (1 0ml) 4\ HilRS07-v-;U (1. 0 8 1 g) 
irtJK Q a n©3, 4-i?^oD^>^;^aiJK(2. 0 9 5 g) imHRfaC-f 
«yT-;Ut*"7A(IID h'j7MDy^>Wv?-h (6 2 0mg) 
6 0'Cl;:T8B»l#L/Co KJSg£tt£*£ 9 n d*;U A ?dd* 
^Ji^fcTRGKBIv > * AT-SS& U «ET?S&Sifc LtlfcSi^f 
>/ft»xf ;bTgg|^--5 'J * 7 A ? o v h 7 7 4 -\Z J; ?) ?|S U 
«H©ft^«*2 7 Omg, iR^l 0%T'&fro 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 0 (s, 3H>-, 
6. 9 8 (d. J = 9. 2Hz. 2 H) . 7. 56 (s, 1H) , 7. 58 (d. 
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J = l. 8 Hz. 1H) . 7. 7 9 (d. J =9. 2 Hz. 2H) , 7. 8 4~ 
(d. J = l. 8Hz. 1H) 

(FD-MS. m/z) : 2 8 0 (M + ) .2 8 2 (M^+2) 

mmm 1 2 1 (##00 

3. 4-v ; ^nD7x-^ 4-bKn4-/7x-j|/ V h > 

> (2 3 5mg) 4^no^> (2ml) iC7§«?L. *#T1. 0M*n> 
MJ7dS K-^D D ^>giS (7ml) M+2«6!tjirLfcaR 

^^T-mmtz -y y * 5 a * □ v k ? 7 ^ - k <t *j *t su u moa: 

^tt* 1 7 3 m g, JR^ 7 7 KT?»fc 0 

L H-NMR (DMSO-dg . 5 0 0 MHz) : 6 6. 9 1 (d. J = 
8. 5Hz. 2H). 7. 62 (dd. J = l. 8. 8. 6Hz. 1 H) . 
7. 68 (d, J=8. 5Hz. 2H). 7. 80 (d. J=7. 9Hz. 1 H) 
. 7. 85 (d. J = l. 8Hz. 1H). 10. 55 (s. 1 H) 

nmmm (FD-MS, m/z) : 2 6 6 (M + K 2 6 8 (M + + 2) 

fgffifU2 2 

(4-E(6. 7->7h4->-4-t;'J^)t4y] 7xz^} (3. 4 
-^^pd7jl_;1/) /?;y (17 7) 

T;U ^>5tfrF\ &ttm 2 l-CWfc 3. 4-^oD7x_;b 4-hKa 
*y7*->\s >r\-y (154mg) £ 4 ^;bT $ y t°'J ^ > (77mg) 
(5ml) tW^i£&*«#Lfc 0 3l^«4-^no-6. 7- 
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h*->*y > (1 2 9mg) £in;U 2 lNfBKin/»««ELfco RJtfi^j 

tRTO v > ^ a T-$£*i L fz 0 i£ET®m%4k'&'& t> ft fcg&jgfcK * >/ 
7-t?h> (2/1) «t 5il-> 'J d t h ^7 7 ^ ~{-cfct)MS!U 

mm<Dlt&®}% 8 1 m g . iR^ 3 1 %T-mtZo 

1 H-NMR (CDClj, 5 0 0MHz) : <5 4^ 0 3 (s. 3H), 
4. 07 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J = 8. 5 H z. 2H) , 7. 4 6 (s, 1 H) , 7.4 7 (s, 1H^, 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (dd, J=l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz. 2H). 7. 91 (d. J = 
1. 8Hz, 1H), 8. 60 (d, J = 4. 9Hz, 1 H) 

K*$WHt-(FD-MS, m/z) :4 5 3 (M + ) . 4 5 5 (M + + 2) 

1 2 3 (#:%W 
4- (4 -b Ko*g"<> , /'010 K>y-_h'j;u 

Hte^2 2T-i#7 % c4- h y-n-y^^y- 1 -y h*->y f;i/7x;-^ 

(1. 2 8 2 g) £tfiWLSh®4-'>TJOVJJl?u 'J K (4 9 7mg) 
□ nt-M (5ral) lc*WU TpJRSOfX ( h 'J 7i-M^7-f » /<5' 
i^-7A (II) ?o'J K (8m g) £AtU 1 l^HJnSlftaaELfco 

mmm2 3 t^^^^B^a¥»=«fcfj^§i-f-^Ji«rii*wv^*s/ 

fAT?gi L fc 0 ®ET&&S*m*§^ai (859mg) ^fh7kKa77 
> (2ml) {c&»?£tf. tK (5ml) <!: 6 N£K7Ki§ft (1 2m 1) £fl0;iT 
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*>»«U SS©ft£$l£2 5 Omg^ JR*3 7^-C»fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <56. 91 (d. J = 
9. 2Hz. 2H), 7. 6 7 (d, J =8. 5 H z , 2 H) , 7:^0 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz. 2 H) , 10. 57 

(s, 1H) 

Sfftfttfrffi (FD-MS, m/z) :22 3 (M + ) 
HJfc#Jl2 4 

4- {4- [(6, h^->-4-^;'J^) t^y] O-J-r^X 

>y--HJ;b ((17 8) 

T;U 3*>»«eT> mmmi2 3i:mtz4 - (4-t Kd*v"<>>AOI,) O 
V*— h >; (2 3 0mg) i4-> ! ^^;bT$y fji?> (13 8mg) 
U> (5ml) *^A*iM*itffLfco lB#r a 1^4-^nD-6, 7 - h 
(230mg) £flo;L N 2 0 HrlBBmSMlSE L teo RJ6iS^ft*«SffD 
Kifcfc** h 'J £ ATkjg&i ^ □ o*;l/AT?£IjSU * n D^^AI^Mi 

SSiS^ !Hc^do^;UA/^Kji^ (5/1) T-JgBihr £i$JI>"J d 
■?h?77< -{z&QffiMU »fc^l9 9mg, iR^4 7%Ti§*: 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :S4. 03 (s, 3H), 
4. 0 6 (s, 3H) , 6. 6 8 (d, J =5. 5 Hz. 1 H) . 7. 2 9 (d. 
J = 8. 5Hz, 2H), 7. 45 (s, 1H), 7. 46 (s, 1 H) . 
7. 82 (d. J=7. 9Hz, 2H). 7. 90 (d. J = 8. 6Hz, 2 H) 
. 7, '9 1 (d, J=8. 5Hz. 2H), 8. 60 (d, J=5. 5Hz. 1 
H) ~ 
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Sfi^tffM (FD-MS, m/z) :410 (M + ) 

0U60H2 5 (M^M) ' 

TUfiSS.©- h d ^ ^ > (10ml) rfrfi&£©7^ V-;U (1. 0 8 1 g) 
<!: TfJfl&£© 2-^fjK>^;^nUK(l. 5 4 6 g ) £ ffil&Fa©^ „ 
k'^Adll) M :7;M-o^>xjU**- h (6 2 Omg) ^Jn^ N 6 0tf:: 

rimmmn 2 o£[m©#i£T&sL^jg©tt; 

67 9 g. JR$7 4%T^^: 0 
(FD-MS, m/z) :22 6 (M + ) 

mmmi 2 6 aw© 

660 g) 4?dd*AA (1 0ml) CfcJBU *^T1. 0M^u>h>jy 
a$ K-^dd^>M (2 9ml) £fln** mS^Jt^L/Co lftff&ft 
0M>-Kn>h'jyp5 K-v^noy ^yjgjfc (15ml) £Jp;U M 
S*2%it^LA:^^Zi^»^ife^l 2 l£|q!«07j}£TtoSL v M©{fc 
£$J£1. 50 1g> JK^9 6%Tit 0 

*H-NMR (CDClj, 500 MHz) : 6 2. 30 (s, 3H). 

6. 87 (d, J=8. 5Hz. 2H) . 7. 22-7. 29 (m. 3H), 

7. 37 (td. J = l. 2. 7. 3Hz. 1 H) , 7. 73 (d. J=8. 5 
Hz, 2H) 

W&ftVrm (FD-MS. m/z) : 2 1 2 <M + ) ^ 
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mmi 2 7 

(4- [(6, 7-i?t h*>-4-4V 'W 7 *-Jl] C2-y 

f;i/7x-;i/) y ?y > (1 8 0) ^ 

• *.=.;!/ th> (1. 3 34 g) i4-y^W;/t'iJ/> (84 5mg) 
(1 5ml) ^AnSfiifflWLfco lB#fia&4-?no-6. 7 
- 'J > (1. 4 0 6 g) £fln;U 2 3B#P B m^il^Lfco Kftzl 

-lc«k«?«^ N Il;^>/7th> (2/1) TSM**?Mh>yay;u 
^o^rh^77-f-lc«fc»3fflijU *H©<fc^«!*l. 258g. JR«5 0%T' 

*H-NMR (CDC 1 3 , 5 0 0MHz) : <5 2. 3 7 (s. 3 H) , 
4. 02 (s, 3H). 4. 06 (s, 3H), 6. 65 (d, 2=4. 9Hz, 
1H) , 7. 2 3 (d, J =8. 6 Hz, 2H) , 7. 2 5-7. 3 5 (m, 
3H) , 7. 3 9-7. 4 2 (m, 1 H) . 7. 4 5 (s, 1 H) , 7. 4 6 
(s. 1H) . 7. 9 1 (d, J =8. 5 Hz, 2 H) , 8. 5 7 (d, J =5. 
5Hz. 1H) 
SS^tffiS (FD-MS, m/z) : 399 (M + ) 

nm&\ 12 8 

{3- [ (6. h*->-4-*,"J40 7i^) 7xrjM 

(1 8 1) 

4-*do-6, 7-S?y h + ^+yj > (1 1 2mg) £ffi8R D D a©3-t K 
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D*v"077xy> (29 7mg) *«£U 1 7 OW 1 0aiHHW*L*:flU 

mm&fa%^*-*y/T-tYy (2/i) ^w®ktz>wm*svi3.>ftv9v r *h 

1 H-NMR (CDClg, 90Mz) : <5 4. 0 4 (s, 3H), 4. 05 
(s. 3H) , 6. 5 3 (d, J -5. 3Hz, 1H) , 7. 3 4-7. 88 
(m, 11H), 8. 53 (d. J = 5. 3 Hz, 1 H) 

MBHFHB (FD-MS, m/z) :3 8 5 (M + ) 

^Jfe^l2 9 (##ffl) 

HSS0IJ2 2T?»fc4- f U — n-yf-^f->- 1 -y h + ->yf;l/7xy-;l/ 
(1. 282g) irfflSffi© 2-70-01^0 'J K (3 9 2mg) OodW 
A (5ml) icjgJBU rfflRS«Dk*X (MJ7x^*X7^) ^-^OA 
(ID £ o U K (8mg) ZAtU 1 lB$|B«*Lfco R£»£tt*l9SH 2 3 
£ TO©:&&T'#@i-r «fc t) It -5 x - -f ;Uf 7k6ft&-7 r * •> "7 at&*£ 
tfco ^Ti&$S*&?§*:£S*i (662mg) £ir h 7 k Kn 7^ > (2ml) 
fc*JB*-»K 7K (5ml) £6N£i?«& (12ml) «tJdx.T3NfIBBI«IW1 
flttfco Sloii^!I^II!S0>Jl 2 3£|H|«©^ST"^aL. £fiOft£«5£2 1 
8mg v iR$3 9%T"^fco 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 6. 7 6 (dd. J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J = 8. 5Hz. 2 H) , 
7. 33 (d, J=3. 1Hz, 1H). 7. 87 (d. J=8. 5Hz, 2 H) 
, 8. 06 (d. J=l. 2Hz. 1H), 10. 39 (s. 1 H) 
1IM CFD-M S ,. m/-z ) : 1 8 8 (M + ) 
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SQfcm 3 0 * " 

2-70^- (4- r rfi , 7-s*> h*->-4-*y uaq 7x 

> (18 2) «r 

(2 0 5mg) £ 4 -^yf^Ti y t°'J (14 6mg) 
> (5ml) +^AftM*«#Lfco lB#ia&4-*DD-6. 7-^h + 
«J > (244mg) «rJn^ x 2 0 «#H:taa»aE L fc 0 ££££#l£IS?D£ 
KTK^i- h 'J * d o Mkn&m&s 9 n d * a Aff 

S/ 9 at-£j!£ L /Co «ET»«i«4lft» 6*ifcS** % y/hm^f- 

>1>T~&M(0'& ^PDt^A T®§§-r 5 •> 'J * y ;!/ * o v h ^' 5 7 4 - IC «fc 0 f»Sg 

^ ^no^A/ftix^ (5/1) THBB-r-sHiJii/y^y^ovhr 
57*-{c«k*)*tg!U mmo<tis®$:l 9 2mg, JR*4 7%T»fc 0 

1 H-NMR (CDClj, 5 0 0MHz) :<54. 03 (s, 3H). 
4. 07 (s, 3H), 6. 63 (d d, J=l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2H) 
, 7. 3 2 (d, J =3. 7 Hz, 1H) , 7. 4 7 (s, 1 H) , 7. 4 8 
(s. 1H), 7. 73 (d. J = l. 8Hz, 1H), 8. 14 (d, J = 
9. 2Hz, 2H), 8. 58 (d. J=5. 5Hz, 1 H) 

Sfitfflrfif (FD-MS, m/z) :3 7 5 (M + ) 

n&mi 3 1 (#%0J) 
mBSfaO-hD^^> (5ml) ck mKo D n 07-V->»l/ (5 4 1mg) £rfr 

an) h>j7^Dy^>x^^- h (4 9mg) «-^ N eovizximi 



WO 97/17329 



1 2 6 



PCT/JP96/03229 



5 m g. iR$5 6%T-'ff/c 0 
Kfiftflrtt (FD-MS, m/z) :226 (M + ) 

(6 0 3mg) ^-^do^> (3ml) KjftJBU tK^TI. 0Mt'a> h 
'J7d; K-y^no^>M (11ml) ZUaA.. mU^Pm^Ltc 0 2 2B# 
imra^ldtfl 1 2 1 £|l]*i©;&arc-M3iU Mo{fc^4U«r3 1 6 m 

1 H-NMR (DMSO-dg. 50 0MHz) :<52. 3 8 (s. 3 H) , 

6. 89 (d. J=8. 6Hz, 2H), 7. 37~7. 47 (m, 4 H) , 

7. 65 (d, J=8. 6Hz. 2H) . 10. 42 (s. 1 H) 
fOBMrfc (FD-MS, m/z) :212 (M + ) 

13 3 

(4- [(6, 7-^^ hty-4-t;U^) t^^] 7x-;W (3-> 
f-^^^-jl/) y^y > (18 3) 

xi-rt/ (307m g) i4-v?y WWf'jy^ (19 4mg) * 

*<>b> (5m l) *^A*iS&*«ftU: 0 1B#«4.-*do-6^ 7-i^ 
> h + <>+; 'J > (3 2 4mg) £fln;U 2 35IIMn*MWftLfco 
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mmm 1 2 2 t mm^m-am u mm<z><t&®z 2 6 2mg,«w4 5«T? 

* H — NMR (CDC 1 3 . 5 0 0MHz) : 6 2. 4 4 (s, 3%) , 
4. 03 (s, 3H) , 4. 06 (s, 3H), 6. 66 (d. J=4. 9Hz, 
1H). 7. 27 (d. J=8. 6Hz. 2H), 7. 38 (t. J = 7. 3H 
z, 1H). 7. 41 (d. J = 7. 3Hz. 1 H) . 7. 46 (s, 1 H) , 
7. 4 9 (s, 1H), 7. 5 9 Cd, J =7. 3Hz, 1 H) , 7. 6 4 (s, 
1H), 7. 93 (d, J=8. 6Hz, 2H), 8. 57 (d, J = 5. 5H 
z. 1 H) " 
Mtftfrffi (FD-MS, m/z) :39 9 (M + ) 

f»ll 3 4 (##0>J) 
4 -b Kd^->7jc— ;b 4-— »h> 
^SS0»J2 2m4-h 'J-n-7^;!^>-i h f-;b:7 ^ y 
(1. 28 2 g) irfJSgS©4-^hDOy-r;b^D'J K (5 5 7mg) 
aD *^ (5ml) izmmU TfilRSOl:* (MJ^x^t,**?., » /<5 
(II) ?a'j K (8rag) *Aft. 2 3 B^ia&il&ft L fc c Kf&ig£-#j£ 

«> ^T'Ki l tz 0 ^Ermm^mntzmm. a . 04 7 g) ^h7bKD7 

5> (4ml) tK (5ml) £6N£K*«R (15ml) £fl0;i 
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(s. 1H) 

IIMt (FD-MS, m/z) :243 (M + ) 

mmm 1 3 5 

{4- [(6, 7-'J* h*->-4-*/ 'J^) 7*-M (4-- 

^□7x-;l/) y ?y > (18 4) 
7;l/=f l/ftBTF* gffiffl 13 4 7?»fc4 - fc Ko* >7 4 h a 7 

>r h> (3 7 Qmg) t4-->^f^7 O t°U » (2 0 4jng)£ 
+ ->l^> (5m 1) *^Atl^*!S^Lfco l«4-?oa-6, 7-v 
^ h^->+7U> (3 4 0mg) £JlU.s 2 3B#ratnll&iIifcLfco KJSfi^ft* 

msm 3 o tmrn^^x-mmu mm<D<t&®it:2 3 8m g . jr$3 6%t- 

X H-NMR (CDCl r 5 0 0MHz) :54. 03 (s. 3 H) , 

4. 07 (s, 3H), 6. 69 (d, J=4. 9Hz, 1 H) , 7. 29 (d, 

J=8. 5Hz, 2H) , 7. 44 (s, 1H), 7. 47 (s, 1 H) , 

7. 9 3 (d, J=9. 2Hz, 2H), 7. 96 (d, J=8. 5Hz, 2H) 
, 8. 37 (d, J=8. 5Hz, 2 H) , 8. 60 (d, J=5. 5 Hz, 1 
H) 

»S##HS (FD-MS, m/z) :4 3 0 (M + ) 

mmmizG (.mm) 

4-b Ka^->7x-;U 3. 4 -/ ?V> : J**>7 x-Jl h > 

mmm2 2~i?»fc4- h u -n-^^^- 1 h*»^7*y-jt> 

( 1 . 2 8 2 g) £ TUBES© o ^.n 4)1 fa 'J K (6 6 4m g) S^od* 
(5ml) fc&JSU rPISS^t'^ (h«j7x-MX7 0) a'^^^a 
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(id too k (8mg) £Atu imtawmuz 0 &jm&mt£mm2 z 
tfz 0 mRTmm%£&ntzmm ci. o 3 0 g) *f y 7t kd^> 

(2ml) KjgtfS-iK * (5m 1) £6NJi»7fci&tt (12ml) ZM^t 

10.5 ^r a mmiiffi l tz a mxm&to*%Mm 123 1 i^w&tms u 

mmvik&VaZ 2 1 2mg. iR^2 9%Ti§7t 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 6. 15 (s, 2H) , 
6. 88 (d. J = 8. 6Hz, 2H) , 7. 04 (d. J=7. 9Hz. 1 H) 
. 7/ 2 1 (d. J = l. 2 Hz, 1H) , 7. 2 4 (dd. J = 1.\ 7. 
9Hz, 1H), 7. 62 (d. J = 9. 2Hz, 2 H) , 10. 34 (s, 1 
H) 

Kg##HI (FD-MS, m/z) :2 4 2 (M + ) 

mmmi 3 7 

{4-[(6, 7-^^4->-4-tyj^) t4->] 7x-M (3, 4 

-yfi/>^^y7x^) jy (18 5) 

7^3T>a«rF N Hife^l 3 6l?ftfc4-fc Kd*<>7*-^ 3, 4-y^ 
l^>xt+^7i^ (202mg) t4-y^f;l,7; /* h° U v > 

(112mg) £*->U> (2ml) *^A*i^&<£8!#L*:o l||Sii4-? 
no-6, h*H>"J> (18 7mg) £fci*. x 2 

12 4 il^tO^&T&SU OTeQffc&#|£ 13 5m 

g. TO 3 8%-Ir|i^ 0 

L H-NMR (CDC1 3< 500 MHz) : 54. 04 (s. 3 H) , 
4. 0 6 (s, 3H) , 6. 0 9 (s, 2H) , 6. 6 4 (d, J =4. 9 Hz. 
1H). 6. 89 (d, J = 7. 9Hz, 1H), 7. 26 (d, J=8. 5H 



WO 97/17329 PCT/JP96/03229 

130 

z. 2H), 7. 38 (d. J = l. 8Hz. 1H), 7. 41 (dd, J = 
1. 8, 7. 9 Hz. 1H). 7. 4 6 (s. 1 H) , 7. 4 9 (s. 1 H) , 
7. 88 (d. J=8. 5Hz, 2 H) , 8. 57 (d. J =4. 9 Hz. 1 H) 
KfttftfHS (FD-MS. m/z) :4 2 9 (M + ) 

H&0U3 8 (.mm) 

. mi5SO-h.D^^> (10m l.) Jtim&OT.^J-Jl (1. 0£ 1 g) 
£mH£i5©3- (h 'J7;M"oy f-;U) K > \Af ? a U K (2. 0 8 6 g) t 
tUBSudCZM ^-r^t'^A (III) h> 'J 7^tu^ ^ >7sJl/fr%— b (6 2 0mg) 

*jnx.. 6 o^jct i fflmttz 0 m&m&mzfmm 1 2 0 tmm<o^mx^ 

IU mmoit&VnZl 19mg, K$2 6%T'!lto 

1 H-NMR (CDC1 3 . 500 MHz) : <5 3. 91 (s. 3H), 

6. 99 (d, J = 9. 2Hz. 2H). 7. 60~7. 64 (m, 1 H) . 

7. 80-7. 8 3 (m. 1 H) . 7. 82 (d, J=8. 5Hz, 2 H) . 
7. 9 3-7. 94 (m. 1 H) . 8. 01 (s, 1 H) 

II^W(FD-MS, m/z) :2 8 0 (M + ) 

$mm 1 3 9 

3- h U 7Jl/ta^ f;l/7x~^ 4 -bKn4->7x^l/ frh> 
HJfe^l 3 8-elfc3-hU7Ma^f^7x-;l/ 4-y Hr->7i-jl 
^rh> (6 5 7mg) £N, N- ?-JU*;l/A7 i K (3 5ml) KfcjgU 
^hU^A^f^ h*S/K (4 1 1ml) 4JniU T^U=f>S«ET7^Jniia 

atbfcb mfBm&®&%faMz 3 tH^Q^'eftistv «©{t^*4 5 4 

mg s JR$7 3%T'^o 
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'H-NMR (CDClj, 5 0 0MHz) :65. 8 5 (s, 1H), 
6. 94 (d. J=9. 2Hz, 2H). 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 7 8 (d. J =9. 2Hz, 2 H) , 7. 8 3 (d. J=7;#Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1 H) , 8. 01 (s, 1 H) 

mmmi 4 0 

(3- M7;M-oy^U7x-;l,) {4- [(6, 7 - V* h*->- 4 
J*))l>) 7i-iH (18 6) 

tKo + i/7jc^;U 7"h> (432mg) i4-^DD-6, 7-^^h + y 
U > (3 6 3mg) ^yifU>^'iJn-^y^;bx-f;l, (1 Om 1) 
l 6 0W1 1 m^MMmttZo StEjg^^fSft^TH^ h 

^ (5/1) Tigiat*?Wi-> l J*y;l'^ovh^57-f-KJ:i)fjSliU ^ 
<Oft&®£ 204mg N lK*28 %T?Sfc e 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 0 3 (s. 3H) , 
4. 07 (s, 3H), 6, 69 (d, J=4. 9Hz, 1 H) , 7. 30 (d, 
J =9. 2 Hz, 2H) . 7. 4 7 (s, 2 H) , 7. 6 6 (t, J =7. 9H 
z. 1H) , 7. 8 7 (d. J =7. 9 Hz, 1 H) , 7. 9 2 (d, J =9. 
2Hz. 2H). 8. 00 (d. J=7. 9Hz, 1 H) , 8. 08 (s, 1 H) 
. 8. 6 0 (d. J =4. 9 Hz. 1 H) 
®S#ffrM (FD-MS. m /z) :4 5 3 (M + ) 
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mmm 1 4 1 c#%«d 

mBSS©^ho^^> (5ml) 4u rfJ8£iS<37- (0. 5m l) 
Ifc£© •> ? u^Z-y-yiD^—b? □ U K ( 0 . 6 3ml) £ ffiflfcS©^ », 
t'^Adll) h'j7Mn^^>xW-F (2 8 8mg) £jQ;i x 6 0t(: 

1 H-NMR (CDC 1 3 . 5 0 0MHz) 2 1 ~1. 8 8 (m, 

1 OH) . 3. 1 9-3. 2 5 (m. 1 H) , 3. 8 7 (s, 3H) , 6. 9 3 
(d, J=9. 2Hz, 2H) , 7. 94 (d, J=9. 2Hz. 2H) 
(FAB -MS. m/z) :2 19(M + +1) 

^te0>J 14 1 Tit 4 - ? o^* v^Urt JUtf^b - 1 - / h * S/^ > -tf > 
(5 17mg) £N, N-i?/fW^A7; K (2 0ml) ^h'J 
^A^st-y h + i/K (5 3 8mg) £flP;L. 7^=^>m^Tl WSnlfeiS^LAio 

4 8 7mg x W9 3«t#fco *- 
1 H-NMR (CDC 1 3 . 5 0 0MHz) : 51. 2 3-1. 88 (m, 
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1 OH) , 3. 1 9-3. 2 5 (m, 1 H) , 6. 0 6 (b r s, 1 H) .' 

6. 89 (d. J=8. 6Hz, 2H), 7. 90 (d, J=8. 6Hz, 1 H) 
n&#Vrm (FD-MS, m/ z ) : 2 0 4 (M*) 

11160014 3 

A-'stu^fkiulK-ji-i - [(6, 7-v'y h^i/-4-4-yj;b) 
K>-tf> (18 7) 

T^^>M^T> HiSWl 4 2T?ifc4-'>^ p^+^;^>»I/^;U- l - 1 
Ko + v/K>-tf> (2 7 3mg) £4-?oo-6, 7 - if / J ') y 

(lOOmg) ^-yxf i/>^ij f-jisjt-f-ji, (o. 2m l) tcjgjg 

l 6 0W3 o^S^L^o KfcM^^f&fn^g?*?^ h y *A7kig 

7<f-l::«fc!)*l88U ^JgOft^^SSmg, JR^3 3%t?^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 21-1. 9 3 (m, 
10H). 3. 2 4-3. 2 9 (m, 1 H) , 4. 03 (s, 3 H) , 4. 06 

(s, 3H) , 6. 60 (d, J=5. 5Hz, 1 H) . 7. 24 (d. J = 
8. 5Hz, 2H) . 7. 45 (s. 1 H) . 7. 4 7 (s. 1 H) , 8. 0 5 

(d, J = 8. 5Hz, 2H), 8. 5 5 (d, J=5, 5Hz, 1 H) 

Mfi#tfr« (FD-MS, m/z) :39 2 (M + +l) 

HJS0U4 4 (#%W 
ftfa§>n<D-ha / (10ml) * N TfflR&©7-7-<rt/ (1. 0 8 1 g) 
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£H3BEi£.©2- ( h 'J7Wo^ =f-)\,) <yy~4 )W a 'J K (2. 0 8 6 g) t 
rfJH&StfM vT-^t'^A(III) h'J7;btn^>X^^-h (6 2 Omg) 
6 0tfct6 mrnm& L Al 0 RJSil^SrTk 1 9 d □ * ;UAT'#Ij^ 

S3U mmoit&mz 1. 4 o 2 g N c$5 o%r-jf £«, 

1 H-NMR (CDClg, 500MHz) : <5 3. 88 (s, 3H). 
6. 9 3 (d. J = 9. 2Hz. 2H) , 7. 3 7-7. 3 9 (m. yi) . 7. 
60^7. 63 (m. 2H), 7. 75 (d, J=9. 2Hz, 2 H) , 7. 7 
3-7. 7 8 (m, 1H) 

mrnfimm (fd-ms, m/ z ) :28o (m + ) 

3l$fe0i]14 5 (##0>J) 

2- b U 7^to^ Wx- ;U 4-b Ka4->7x— ;U h > 
Htfe^Jl 4 4m2-h'J7^oyf;l/7x^ 4-^ h*->7x^ 

^rh>(l. 4 0 2 g)£N, N - V 1 ^;U*;l>A7 i K (1 5 m 1 ) Kig/j¥U 
h + i/K C8 7 7mg) *Jp^. N T;bzi'>^T4B#p a ^jfeg 

JfiLfco Kl&S^^HM 3 3 i |5|^©^-ei!iS U £8<Dft£^£ 

1. 0 5 0 g. JR^7 9%T'lifco 
1 H-NMR (CDC 1 j . 5 0 0MHz) : <5 5. 8 8 (s, 1 H) , 

6. 87 (d, J=8. 5Hz, 2H), 7. 37-7. 3 8 (m, 1 H) , 

7. 58-7. 63 (m, 2H), 7. 71 (d. J=9. 2Hz, 2H) , 7. 
7 6-7. 7 8 (m, 1 H) 

®g##Hfi (F D -MS, m/z) : 2 6 6 (M + ) 
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$mm 1 4 6 

(2-h'j7J^pyf;l/7x^) {4- [(6, 7-S*> h*y/-4-* 
y;^) frfrl/] 7x^;H (3 5) ^ 

TJU^^TK Hffi^>Jl 4 5tr^^2-h'j7^oyf-;U7x-^ 4- 
tKo*5/7xzA (9 5 9mg) i4-v7f^7;; fiJi?> (4 

8 4mg) £*>t/> (7ml) +^Anmfi*»L/Co 1W4-^dd 
-6V 7-v^ h*WJ> (8 0 5mg) £JD;U 1 K8nJ!WB»E L fc<, Eft 

«&tt«-^i6wi 3 otmmox-fceimu ss©{k£&£8 9 9m gN « 

5 5 %Ti#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<J4. 01 (s, 3H). 
4. 06 (s. 3H), 6, 67 (d, J=5. 5Hz, 1 H) . 7. 22 (d, 
J = 9. 2Hz, 2H). 7. 42 (s. 1 H) , 7. 42~7. 44 (m. 1 
H) , 7. 45 (s. 1H), 7. 62-7. 68 (m. 2 H) , 7. 80- 
7. 81 (m. 1H). 7. 87 (d, J=8. 6Hz. 2 H) . 8. 58 (d. 
J =5. 5H z. 1 H) 
Ka&Vm (FD-MS. m/z) :4 5 3 (M + ) 

^feflll 4 7 (##ffl) 

4-n-7 , f^7x-;l> 4-^ ^->7x-^ »h> 
rfflRfi©- hoy (10ml) rfTBSn D D CD7-7-JU (1. 0 8 1 g) 
t TUBES© 4 - in -7* A,) A,? m) K (1. 9 6 7 g) timSt® 

4 •yx^h'^A(III) h 'J7;Wny h (62 0mg) S-fln^U 

6 otcT6i*wa#Lfc. K&mmz$mmi 2 0 tmmvxm-e&wu 

%M(D{b&®)£ 8 6 3 m g> 8# 3 2 %r^fc 0 

1 H-NMR (CDC 1, , 500MHz) : 6 0. 9 5 (t. J = 7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3. 7. 3Hz. 2H). 1. 64 (q 
uint, J = 7. 3Hz, 2H) , 2. 69 (t, J = 7. 3Hz. 2 H) . 
3. 8 9 (s, 3H), 6. 96 (d. J =9. 2Hz, 2 H) . 7. 2 7 (d, 
J =8. 6 Hz, 2H) , 7. 6 9 (d. J =8. 6 Hz. 2 H) , 7. 8 2 
(d, J=9. 2Hz, 2H) 
KS5>tfttt (FD-MS, m/z) : 2 6 8 (M + ) 

4-8- (###|) - 
4-n-7?-;l/7^— ;l 4-k Ko^->7x-;b V h > 

4 7Tf|fc4-"n-y^U'7x— ;l/ 4-n*->7xr.;b y h > 
(8 6 3mg) £N, N-^fA*^7iK (5 0ml) KjgffU r »/ 
1)1**** h + fK (5 6 3mg) £Jd*^ 7;l/^>»«ET7^HUfflKaiiilELfco 
Rl6a^tt*^tt«| 3 3 iPHRO^ft-e&a U M©<fc£4«J* 7 8 7 m g. JR 

X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 9 5 (t. J =7. 3H 
z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 64 

(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz, 
2H>, 6. 3 5 (s, 1H), 6. 9 2 (4. J =8. 5, 2H) , 7. 2 8 

(d, J=7. 9Hz, 2H) , 7. 69 (d. J=8. 6Hz. 2H) , 
7. 77 (d, J=8. 5Hz, 2 H) 

M^tfftt (FD-MS, m/z) :254 (M + ) 
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(4-a-7f^7x-^) {4- [(6, h*->-4 'J;t/) 

7xz;H jy (4 0) ^ 
7;l/3*>^ffiT^ Wm\\ 4 8Tl§rt:4-n-:/^;l>:7*^ 4-tKo* 
•>7x^;u 7-h> (72 7mg) i4-^Do-6, 7 - > 
(6 3 9mg) ^^xfl/^/iJj-^-J^^x-f/l' (10ml) 

1 8 l o&ffflmm&ffiitzo Rim^m^mmmi- v y mmm 
>-es^t^'>y ^yvu^ D7h?77^ -ic-toetnu ®ioft^tt^4 0 

0mg N JR^3 2%T&fc 0 

1 H-NMR (CDClj. 500MHz) : 5 0. 95 (t, J=7. 
3Hz. 3H), 1. 38 (tq. J=7. 3, 7. 3Hz, 2H), 1. 62 
~1. 6 8 (m, 2H) , 2. 7 1 (t, J =7. 3 Hz, 2 H) , 4. 0 4 

(s. 3H), 4. 07 (s. 3H), 6. 65 (d, J=4. 9Hz. 1 H) , 
7. 26 (d, J=8. 5Hz, 2 H) , 7. 31 (d, J = 7. 9Hz, 2 H) 
. 7. 46 (s. 1H), 7. 49 (s, 1 H) , 7. 76 (d, J=7. 9H 
z, 2H) , 7. 9 2 (d, J =8. 5 Hz, 2H) . 8. 5 8 (d. J = 
5. 5Hz, 1H) 

MbWH* (FD-MS, m/z) :440 (M + -l) 
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mBRSO-hoy (5ml) 4\ rfJfifoSOT- V-^ (5 4 1 m : g) irfT 
BRS<D3-7^D'<>vV^^o U K (7 93mg) ifKO^AV-^OA 
(III) HJ 7 ;M"o h (4 9mg) SrSD*., 60tlcT3Br B 1 

M^-5>> 'J *W?D7|>/7 7.* -let »3m^U -^jS0^^^48 5m 

gx l%T?#fco 

RS##flI (FAB-MS, m/z) :23 1 (M + +l) 
Hife0!115 1 

4- b Ko4-->7x- 3-7MD7x-;b Vh> 
HJfe^l 5 0T^3-7;I/*a7ji^;b 4-yh*->7x^;U >r h > 
(5 8 0mg) ^v^uo^y (5ml) KjgjgU *#T1. 0M*o>h 

•J ~7u i K-i?^uu^>^ (2 3ml) £Jnx.x Mtm^P3f^MWLiz 0 K 

mm^^mmmi 2 1 tmrno^mr-iimu &m<D{t&®&4 0 2m g . jr 

1 H-NMR (DMSO-dg . 5 00MHz) .86. 9 1 (d, J = 
8. 5 H z, 2H) , 7. 4 4-7. 4 9 (m, 3H) , 7. 5 7-7. 6 1 
(m. 1H) . 7. 68 (d, J =8. 5Hz, 2 H) . 10. 51 (b r s, 
1H) 

M%Vrm (FAB-MS. m/z) : 2 1 -7 (M + +l) 
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nmm 1 5 2 

(4- [ (6, 7— f J/ h*->-4-*y U;b) 7x-;H (3-7 

^tD7i (i7 6 :)• 

7 >pXTs HfiS^J 1 5 1 T-mtz 4 - 1 K n * •> 7 * 3 - 7 )l* o 
7x-;U >rh> (37 3mg) b4- ! J* 5 y fcf'J (2 3 2mg) 
£*;>U> (5ml) 4^A*imfi+Jf#L/c 0 3WI4-?dd-6, 7- 
h 4-^+7 'J > (3 8 6mg) fcflnx.. 2 1 *M2)D*AttL*:. £ftfi&& 
*IWlUfflMc*^ h 'J 7 ATk^i ? d D*;l,AT'#iI& N ? □ o^^Ai^i 

«tt)ft$S!^ EK^DD^l/A/Ifflfcx^u (5/1) HWSWZ1im'y*)ti>f 
;U^uvh^7 7^f-{c«tt)^(SIU SS0^^4 8 4rag N K$7 0%T" 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 04 (s, 3H) , 
4. 07 (s, 3H), 6. 67 (d, J=4. 9Hz, 1 H) . 7. 28 (d, 
J = 7. 9Hz, 2H) , 7. 31-7. 33 (m. 1 H) , 7. 46 (s, 
1H), 7. 47 (s, 1H), 7. 48-7. 5 3 (m, 2H), 7. 59- 
7. 61 (m, 1H), 7. 93 (d, J = 8. 6Hz. 2 H) , 8. 59 (d. 
J=5. 5Hz, 1H) 

Kfifttffli (FD-MS, m/z) :40 3 (M + ) 

15 3 

N- {4- [ (6. 7-vM Hr 4— -=JtQ 7x-;ll 
~N' - (2-^ r*->7*-=JlQ 7U7 (11 3) 
6, 7.-5M b*->-4- (4-7;;7x; + i/) *:f-'/'J > (10 Omg) 
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£h;Ui> (1 Om I) KftMIMffil? L fc8U 2-n+->7i^Ky>77- 
> (0. 3 6ml) Zta^ 40£r$1jQ&&Mltz o mm&&28L K ggt*9o 
u*)\,U/} (1 0 0/1) > K> (5/1) 

1 1 2mg, JK^7 5%T*?#A:o 

1 H-NMR (DMSO-d 6 . 500MHz) :<53. 90 (s, 3H), 
3. 98 (s, 3H) , 3. 99 (s, 3H) , 6. 90 (t, J = 7. 9Hz. 
1H) . 6. 96 (t, J = 7. 9Hz, 1 H) , 7. 0 3 (t, J =J? . 9H 
z. 1H), 7. 23 (d. J=9. 2Hz. 2H). 7. 39 (s. 1 H) , 
7. 55 (d, J=9. 2Hz, 2H) , 7. 57 (s, 1 H) , 8. 15 (d, 
J = 7. 9Hz, 1H). 8. 25 (s. 1 H) , 8. 55 (s, 1 H) . 
9. 44 (s, 1H) 

KS#*fHI (FD-MS, m/z) :4 4 6 (M + ) 

HJfePJ 15 4 

N- (4- [ (6, 1- S J* h^i/-4-^yj-;l/) 7x-^) 
-N' - (3-/ ht->7 A -;l>) (114) 

6. 7-i^y h + ^-4- (4-7;;7xy*y) **'/y> (1 0 Omg) 
£h;l/x> (10ml) JCjJO&igJSLfcSL 3 -^ h + ->7x^/f V-/7t- 
h (0. 3 6ml) ^JDnx.. 4 0#ISaD«**Lfc o i8!K£9i8U ^g£* a 
o*;PA/y (1 0 0/1) x KWdd A/7 -b h> (5/1) 

•> U * 5 A * □ v h ^7 7 ^ - 1;: «fc t> ft SB U 
8lmg, <j»2 1«-ej|fc. 

1 H-NMR (DMS O- d g . 5 0 0MHz) : 6 3. 7 4 (s. ^8 H) , 
3. 9 8 (s. 3H) . 3. 9 9 (s, 3 H) , 6. 5 6 (d, J =7. 9 Hz, 
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1H) , 6. 96 (d. 3=7. 9Hz, 1 H) , 7. 15-7. 25 (m. 
4H) , 7. 3 8 (s, 1H) , 7. 5 3-7. 6 0 (m. 3 H) . 8. 5 5 

(s. 1H), 8. 76 (s. 1H) , 8. 81 (s. 1 FT) ^ 

fig##HI (FD-MS, m/z) :4 4 6 (M + ) 

mmm 1 5 5 

N — {4 — [ (6. 7--?> h^->-4-4^-7'J-;U) 7i-jH 
-N' - (4-^ h*v7x-;lQ »l^7 (99) 

6, 7-vM h+^-4- (4-7;;7i;*>» **-'/'J > (^lmg) 
*bJl<^> (5ml) tcfln&@jS¥Lrt:& N 4 h + v'7*^;H' vi/T^- h 
(0. 2 9ml) £fln;U 4 0#F H 1J!jnf$fct^L*:o iff & L U h ;u 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 9 (s. 3 H) , 
4. 0 6 (s, 3H) , 4. 0 7 (s, 3 H) . 6. 4 8 (s. 1 H) , 
6. 64 (s. 1H). 6. 91 (d, J=9. 2Hz, 2H). 7. 20 (d. 
J =8. 6 Hz, 2H) , 7. 2 7 (d, J =8. 6 Hz, 2 H) , 7. 3 2 
(s. 1H), 7. 47 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
8. 60 (s, 1H) 
HS$ftfffii (FAB-MS. m/z) :447 (M + +l) 

0£Sfc0U 5 6 

N- {4- [ (6, 7-SM 4 U-dQ -7 *—AA 

-W - (2-7;l/to7x^) frl^y (116) 

6, 7-S?y b*is-4- (4-7i;7x^i') (1 0 Omg) 

£h;l,i> (10ml) Kinll&WBLfclJU 2-7Atn7xiHvWt- 
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h (0. 3 0ml) fcflo*, 40»i«itfco «aJtfcfl#*WRU h 
;t>x >T*1fc» immoitS®* 9 6 m g , iR^ 6 6 %T~'®tz 0 

1 H-NMR (DMSO-dg . 5 00MHz) :<53. 98(s,'3H), 
3. 9 9 (s, 3H) . 7. 0 0-7. 0 4 (m, 1 H) , 7. 1 3~7. 1 7 

(m. 1H). 7. 23~7. 27 (m, 3 H) , 7. 39 (s, 1 H) , 
7. 5 4-7. 5 7 (m, 3H) . 8. 10-8. 2 0 (m, 1 H) . 8. 5 5 

(s, 1H), 8. 65 (s. 1H). 9. 26 (s, 1 H) 
. WmftVrm (FD-MS, m/z) : 4 3 4. (M + ) ^ 

HSS0J15 7 

N- {4- I (6, 1-9* A 7*-M 

-N' -n-7?-;t^U7 (2 2 0) 

6. 7->J*b*i/-4- (4-7;;7x; + i/) *^-*/';> (1 0 Omg) 
*V)l3-> (10ml) KfrKMgffLftfk n-yfMV->7t-h 
(0. 2 9ml) «D;U 4 0#HftHIMB«ELfca Sl^^op 
t>W7th> (5/1) T'g§g^-5'>'J/7yVU^7A^D^hr77-f-lc 

1 H-NMR (DMSO-dg, 5 00MHz) : <5 0. 9 0 (t. J = 

7. 3Hz, 3H) , 1. 28~1. 46 (m. 4 H) , 3. 09 (q. J = 
6. 7Hz, 2H) , 3. 97 (s. 3H) , 3. 9 9 (s. 3H) , 6. 23 
(brs.'lH), 7. 14 (d. J=9. 2Hz, 2 H) , 7. 37 (s, 1 

H) , 7. 4 7 (d, J =9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) , 

8. 53 (s, 1H) , 8. 58 (b r s, 1 H) 

(FD-MS. m/z) : 3 9 6 (M + ) ,~ 
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$mm 158 

N- {4- C (6, 7-i?/ t*is-4 -*J 'J;U) - 
(4 - t e r t -y^7x-^/) 1j)U#Je-9-i K (2 13) ^ 

6, l-V* H + (4-7;;7xy + -» *y U > (5 4mg) <b 

miSS© 4 - t e r t - yf-A/ScUSK ( 1 0 2 m g) £N, N - *J * 
A7;K(3ml)i:»»Lfcjft, 1 -if-JU- 3 - (3' - V t *)IT i J ? 
ot°;l/) *;UiKvM ? K&SHS (1 0 6rag) £flD/U Ml;:"T6l«gHl#Lfc 

1 H-NMR (CDC lg . 90 MHz) : <J 1. 36 (s, 9 H) , 
4. 05 (s, 3H), 4. 08 (s, 3H), 6. 48 (d, J=5. 3Hz. 
1H), 7. 1-8. 1 (m. 11H), 8. 49 (d, J=5. 3Hz, 1 H) 

Hfi##rfil (FD-MS, m/z) :4 5 6 (M + ) 

Wfcm 15 9 

N - {4 — [ (6, 7-?y h*i/-4-*y 'J;Q ? ^-)\A -N 

-> (4- t -y^;U7x-;l/) /7^4-»$ K (1 5 6) 

5 8T^bnfcN- {4- [(6. 7-5>y r*->-4-*/ U/IO 
**^] 7i-;H - (4-t-^b7x-A) rtJMf+U-S K (lOOmg) 
£N, N-y^f**^7J K (3ml) icjjftfLfcflU 7K^b^hU-7A 
(lOmg) £Jn*. N OtJCTl^tt^L^ a-Mfc/^U (31mg) £ 

no* * t> ic 3 mm& i tz 0 mzm 5 1 tmrnvrnm^ «t o t*£& u sjs©^ 

£fe£4 8m g> TO 4 

1 H-NMR (CDC 1 3 . 9 0 MHz) : 5 1. 2 8 (s, 9 H) , . 
3. 5 4 (s, 3H), 4. 0 4 (s, 3H) . 4. 0 5 (s. 3H) , 
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6. 32 (d. J=5. 3Hz. 1 H) , 7. 0-7. 3 (m. 8 H) , 

7. 4 2 (s. 1H), 7. 5 0 (s. 1H). 8. 4 7 (d, J =5. 3Hz. 
1H) 

KS#0HI (FD-MS, m/z) :4 7 0 (M + ) 



N- (4-t-^;U7^-;U) - {4- [(6, 7-v7^y-4-t; 
U 40 7x-;U) K (15 5) ^ 

4- (6, h + ->-4- + y U^) (54mg) iff! 

BRffi©4- t e r t -7^UT-U > (1 0 2m g) £N, N- vV ^*;t,A 
T$ K (3ml) l=»aiLfcfc> l-xf-;U-3- (3' -yy^7i;^o 
t£%) *^iKv?-f 5 Kttftg (1 0 6mg) SfifcT6*IHHl#Lfctfc» 
SOtWS 1 4ra«©IWftc*oTttttU 3M©M*2 9mg % JRs£3 5% 

*H-NMR (CDC1 3 , 90 MHz) -.6 1. 34 (s. 9 H) , 
4. 0 3 (s, 3H) , 4. 0 6 (s, 3H) . 6. 5 7 (d, J = 5. 3 Hz, 
1H) , 7. 2-8. 1 (m, 1 1H) . 8. 5 5 (d, J =5. 3 Hz, 1 H) 

ItMi (FD-MS, m/z) : 4 5 6 (M + ) 

2- (6, h*S/-4-*y -2- (4-7 , a^7x-;U) y 

-tr h — h 

fpR©4-yp^7x^-;U7-t h-bU^ (-4. 3g) «-h;b^> (1 0ml) 
OTOdB0E£Ttf-fclk TK^b^- hU^A (1. Og) S-JjfctSO'C 
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(2. 2g) ^tei 5&mim&, **&gftm^?-jir*MiiiLtzo mymm 
nm&9&u mk*^*v >\, (2/n r- 

850mg, Wm2 2%T''Miz 0 
1 H-NMR (CDC lg . 9 0MHz) : 6 3. 6 6 (s, 3H) . 

3. 80 (s. 3H), 5. 40 (s, 1 H) , 6. 74 (s, 1 H) . 6. 9 
~7. 4 (m. 6H), 8. 5 4 (d,' J = 4. 6Hz, 1 H) 

K*#»*rCFD-MS. m/z) :38 2 (M + ) , 384 (M + + 2) 

m&mi6 2 (#%#|) 

6. 7-^h^y-4 - i4--fn*7*.-fr* ?-;!/) > 
^8fe0H 6 lT'*§t>tt*:2- (6, 7-->^ h*>-4- + 7 - 2- 
(4-yot7x^) 7-fe (8 5 Omg) £6 0 (5 

mi) izmmLimmtiam&mk, ^tT>=e-r^<DA^fz^mzm^z 0 & 

*U ii?:?Dat^V>^-ji/ (10 0/1) -eJg§it-5->u*y;^ 

7A^D7^77^ -KcfcO^SUU ^Jl<Z>ffe;&$f£ 2 60mg, JR^3 3% 

1 H-NMR (CDC lg , 9 OMHz) : <5 3. 9 0 (s, 3H) , 

4. 0 2 (s, 3H) , 4. 3 1 (s, 2H) . 6. 9-7. 5 (m, 7H) , 
8. 63 (d, J=4. 4Hz, 1H) 

It^lffi (FD-MS, m/z) :35 7 (M + ) , 3 5 9 (M + + 2) 
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6, 7-i^nt->-4- (4- h 'J-n-yf;U^~t7x-;|^ ^;U) 
*J U > ' 

T^r/>^fflmT. HJfeWll 6 2-e||t>tifc6. 7-5M h*i/-4- (4 - 
7*a*7i.=JUy +y U > (2 5 Omg) £-r h-7 t Kn75> (4m 1) 

(0. 3ml) fcj^LlSHHIttLfco xh:?tKo75> (1ml) 

«J|? L tzmt b -') - n - »/UXX^jrF - 7 8 < tT2Mfl|^ W£ 0 tK 

«t*^*-9- >/«*fcxf : ;i> ( 3 / 1 ) x-mm-z > { ) U*fA>i3 5 A ? a t v 

74 -KJ;i>fc|gU &a©{b&&£8 5mg, iR$2 2%X"&tz 0 

1 H-NMR (CDC 1 3 , 90MHz) : 6 0. 7-1. 6 (m, 27H), 
3. 88 (s. 3H), 4. 02 (s. 3H) , 4. 34 (s, 2H) , 7. 0 
~7. 5 (m, 7H) , 8. 63 (d, J=4. 6Hz, 1H) 

fUf§0U6 4 

(4- [(6, 7-v?y h*>-4-*7 UJU) yf-A] 7^-;l} (4-t 
-7>;U7:e-;10 y^y> (16 2) 

HSfeflll 6 2T**§£n*:6, 7-5?>h*i/-4- (4 - h U - n -7>;b7; 
^-^7ix;M f-;U) +yj> (8 2mg) N TUBS© 4 - t - 7*f-;U^>yW 
Mn>JK (31m g) fc «fc C^fcfefflEfi© fcf* ( h 'J 7 i-WX7-( » /<5 i? 
-7A (II) *a'J K^^po^A (3ml) icfcj^U TJH&igffiT. 1 5lftB 

^+7->/»®x^;b (2/i) -emmzmmfw *y?7 4-\z*t)m 
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1 H-NMR (CDC 1 3 , 9 0MHz) : 8 1. 3 6 (s, 9 H) . 
3. 91 (s. 3 H) . 4. 03 (s, 3H). 4. 45 (s. 2.0, 7. 0 
~7. 9 (m. 11H), 8. 66 (d. J=4. 4Hz. 1 H) 
Mfi^M (FAB-MS, m/z) :4 4 0 (M + +l) 

mm 16 5 

N- (4-7;M-a7x-4/) -N' - {4- [ (6, 7-->V h*>>-4- 
4->'J>U) 7x-;H (2 0 3) 

6, 7-v^y K + i>-4- (4-7;;7*;*i/)*;iJ> (lOOmg) 
£h;Px> (10ml) KftiJft»l?Ltetfex 4-7^o7x-;W^>7 
*-h (5 2mg) *JoA % 2 4B«JBinJI!aBfELfco 8«tef?±U 8aS£?n 
o^A/^y-;!, (1 0 0/1) T'JggrrSv/'jTWl/^A^ov 
7>r -K-fcOlfSIU ^jg<Z)fb£$j£ 3 2mg, W£2 l%Ti#fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 3 (s, 3H) , 
3. 95 (s, 3H). 6. 50 (d, J = 4. 9Hz, 1 H) , 7. 15- 
7. 25 (m, 4H) , 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
. 7. 59 (d, J=8. 6Hz. 2 H) . 8. 50 (d. J=5. 5Hz, 
1H), 9. 80 (brs, 1 H) , 9. 84 (brs, 1 H) 

Hfb>#Ht (FAB -MS, m/z) :4 50 (M + +l) 

16 6 

1 - (4-7Wo7i^;i/) -2 - s/yy - 3 - {4- [ (6, 7-i?* h 
^>>-4-^y ij^) ^-^->] 7x-j|/| >fT- : J> (2 0 4) 
^Ife^Jl 6 5t'{|t.ntN- (4-7^nj7i-;b) — N' - {4- [ ( 6 , 



WO 97/17329 



148 



PCT/JP96/03229 



7-v>V h + '>-4-+/ U;U) 7^;H f^-!?l/7 (33mg), 

>Ji/9w\*i/A,ijjWJ<( S K (3 lmg) > !&Mm<D¥J yyo^xf^. 
7 i Is > (10ml) KfejJ?Lfc 0 ::i:THF (1ml) Jc^fjg 

Uy7t;K(16mg) £JnxM&T'-Bfe«# L fc 0 &i«£g£U £Sflt£ 

1fUU*A,l*/*9 J-A, (1 0 0/1) TBBBtSv'U *fW7A^D7 h 

^77^ -lcfct>ffffl!U 33g©{t£&l£3 4mg N «sfc9 9K"e»fco 
1 H-NMR (CDClg, 90MHz) : <5 4. 03 (s, 3H), 
4. 0 5 (s, 3H) . 6. 5 0 (d, J = 5 lHz,,lH)-, 6.**8~ 

7. 6 (m, 10H), 8, 5 2 (d, J =5. 3 H z, 1 H) 
gi»tlTl(FD-MS, m/z) :45 7 (M + ) 

fdfe^J 1 6 7 

N- (2-7^tQ7x^) -N' - {4- [ (6, 7-S?y h*->-4- 
*y»J;U) 7jl-;U> ^-7U7 (2 0 5) 

6, 7-v?j» r*i/-4- (4-7;;7iy4-» 'J > (1 0 Omg) 
£h;Ux> (10ml) l;:;&n$tfSft?Lfci£. 2-7^07x^1/^7^7 
*-h (0. 0 5ml) «idjU 2 4 5M2D*!kB%Lfco i«K*S*U Sltt«- 
^DD*;bA/^^;-;l/ (1 0 0/1) Tg§3t*v'J#'7-*;U*7 5A?n-?h 
^7-( -KiDftSiU »^^6 6mg^ JR^4 2%X'& fi 0 

1 H-NMR (CDClg, 9 0MHz) : 5 4. 0 3 (s, 3 H) , 
4. 05 (s. 3H). 6. 53 (d, J=5. 3 Hz, 1 H) , 7. 1~ 

8. 0 (m. 10H). 8. 5 3 (d, J =5. 1Hz, 1 H) 
R*£flr{I (FAB-MS. m/z) : 4 5 0 (M + +l) 
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nt&m 16 8 

1 - (2-7^D7x-^) -2-->7y-3 - (4- [ (6, 
4->-4-^;'J;l/) 7x-jl/} y7--^> (2 06) 

£ffeffll 6 7T-*#b*l*:N- (2-7Wd7x^) -N' - {4- [ ( 6> 
7-v>y h + ->-4- + y <J;l/) 7i-;W ^>>U7 (4 2mg) „ 

*J*/9u<\**/)\,i]A,#'J4 1 K (3 7mg) „ fcfejgfi© *y v7ot\>!,i^ 
T^>^b/f-U> (10ml) Kfc$Lfco CCKTHF (1ml) izfefft 
Lfc<>7^ K (2 Omg) £flD;im&T-llfefl|#Lfco *»*e*U g*fltt£ 
^ant^A/^^y-A (10 0/1) TWiy'J^W^A^nvh 
^5^^-lcJ:f9ftSJ!U ilOM^4 1mg, iR^99%T-^ 0 

1 H-NMR (CDC1 3 , 90MHz) :<5 4. 0 4 (s, 3 H) , 
4. 06 (s, 3H), 6. 53 (d. J = 5. 3Hz. 1H), 7. 1~ 
7. 6 (m, 10H), 8. 4 7 (d. J = 5. 3 Hz, 1 H) 

M#0r<i (FD-MS, m/z) :45 7 (M + ) 

fli8i0ijl 6 9 

N- (2-> h^v/7^-^) — N' - {4- [ (6, 7-i?/ h*->-4- 
*JV)\,) tj-i/l 7x-;l/} f-^-^l/T (207) 

6. 7-i?y^->-4- (4-7i;7x/ + i/) 'J > (1 0 Omg) 
£h^x> (l'Orol) {wjn^jgtfc^ 2-> h + v/7xz;l-ft>fv>7 
*-b (0. 05ml) fcSnx., 2 48#K;8ni&83fcLrt:o U 
^Do^;l/A/pt^y-;l/ (100/1) 'emtttZi'Vt'fJUjvAtn-? h 
7 a -<c«fc»)||SS!L> SS©fl:£4ai£ 7 8 m g > iRsfi 5 0 %T*ffc 0 

1 H-NMR (CDC 1 3 . 90MHz) .63. 86 (s, 3H) , 
4. 0 4 (s, 3H), 4. 05 (s. 3H) , 6. 52 (d. J=5. 3Hz, 
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1H), 6. 9~8. 1 (m, 10H) , 8. 52 (d. J=5. 1Hz, 1 H) 
mmfttirm (FAB-MS, m/z) :4 62 (M + + l) 

^S5^J17 0 

N — (2-^ 3-)l>7*-Jl) -N' - {4- [ (6, 7-S>y h4-->- 4 
yj;t/) 7x-M ^fruy (2 0 9) 

6, h + >-4- (4-7;;7x7 + -» *J 'J > (8 0mg) * 

h;ux> (i om.i) tmimmuz'&, 2 -* ^^7^^^^/ 

h (0. 0 4ml) £Jn;U 2 4tifmmt&&ffiLtz 0 Igi^U 

□ *;bA/y. (10 0/1) Tl^->'J*m7A^n7h/7 

■7* -K<fc*)*t&iU SS4>ft:£$l£3 lmg. JR$2 6M^fc 0 

1 H-NMR (CDClj, 90MHz) :<5 2. 3 8 (s, 3 H) , 
4. 03 (s, 3H) , 4. 04 (s, 3H), 6. 50 (d, J=5. 3Hz, 
1H) , 7. 1~7. 8 (m. 1 OH) , 8. 5 0 (d, J =5. 3 Hz, 1 H) 

KMftmm (FD-MS, m/z) :445 (M + ) 

^Sfe^l 17 1 

N— (3->f-^l/7x~Jl/) -N' - {4- [ (6, 7-v/- h*->-4-3- 
yjJlQ aMrS/] 7*-M ttVUT (2 11) 

6, 7-5» h + v^-4- (4-7* y 7xy + /) (8 lmg) £ 

h;bj_> (10ml) Kjjn&&J!?Lfc'{gL 3-^ Wi^W-f 7->7^- 
h (0. 0 4ml) fcflnx.. 1 5$^bn&ig«tLfco fc&£S:£U g*fi£? n 
a*>!,A/y (10 0/1) -CBB&t&i' 1 ) *W7A^D7 

7 w - tr£ 0«8!t, £8©ft&^£6 6 m g> iK*5 5%Tm^ 0 * 

X H-NMR (CDC 1 3 , 90MHz) :82. 40 (s, 3 H) , 
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4. 03 (s. 3H). 4. 05 (s. 3H), 6. 52 (d, J=5. 1Hz. 
1H). 7. 1-7. 8 (m, 10H). 8. 51 (d. J = 5. 3Hz. 1 H) 
KfitftfrM (FD-MS. m/z) : 4 4 5 (M + ) 

w&m 1 7 2 

1- (2-*1-)ly*-Jl>) -2-V7/-3- {4- [ (6. 7-S?y K4- 
•>-4-*/U;l) ^-^^] 7^-;^) ?'7-s> (2 10) 

mmmn ox-m^ntzN- (2 -n' - {4- [ (e. 

h + ->-4-+;>J;W 7*-;H f-*-7U7 (*24mg) „ 

yf^oA,*^*^^; K (4 5mg) N «i«aoi?>f vy-oe^jif-^ 
7;>?:J|{^f U> (7ml) lcjgft?Lfc 0 CCKTHF (1ml) KigjgL 
tzvT^-l K (28mg) «rJDigfi-e-lft«fl! L fc 0 &&£g£U 
dd*W/^-^ (10 0/1) "T?SBB-r*i/U*^*7A^Dvh^ 
-iz&QffiWLU £H©fb£fc*l 8mg N OT7 6%TH*: 0 

*H-NMR (CDClj, 5 0 0MHz) : 6 2. 3 6 (s, 3H) , 
4. 03 (s. 3H). 4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 
1H) , 7. 3 0-7. 4 5 (m, 9 H) , 7. 5 0 (s, 1 H) . 8. 4 9 
(d. J=4. 9Hz, 1H) 

KS##tM (FD-MS, m/z) :45 3 (M + ) 

$mm 1 7 3 

1- (3-^f^7x-^) -2->7y-3- (4- C (6, 

->-4-*y ■);!/) 7^-^} yr-'jy (212) 

^Wl ri-efi&ftfcN- (3-yf;l/7xz;l,) — N' - {4- [ ( 6> 
7-^h + ->-4-+/'J^) y^-jl) ***)\,7 (18mg) % 
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v?i/>o\*i/ib*A/jK5?-f t K (3 5mgK ttj»«©5?'-f y7n f;Ux^;l, 
'Ti^iftyfl/^ (6ml) Ki«f||Lfco CCJcTHF (1ml) «ft?L 
i/7 F (2.3mg) £Jn;L£fiTr-Bfc«# L fz Q ®m*%3k C 9 

DDWA/^;-jb (loo/i) -e«Ht5i"j*yA*7A^o7hy 

1 H-NMR (CDClg, 5 0 0MHz) : 8 2. 3 8 (s, 3H) , 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 48 (d, J = 5. 5Hz, 
1H) , 7. 10-7. 45 (m, 9H) ., 7. 5.1 (s, 1H) ^8. 4 8 
(d, J=5. 5Hz, 1H) 
WMfttir®. (FD-MS. m/z) : 4 5 3 (M + ) 

mmm 174 

m&fr\22X'ntz4- h *)- n 1-/ Y * is t=f-)l-7 *.;-)[, 

VJJl'rai) K (6 74mg) ^?dd*M (5ml) CjfflBU ffI n D D (Dh' 
X ( h 'J 7x-MX7 -f » a'7-^7A (I I) ?D"JK(Bmg) £AtU 

(2. Og) ^f h7t Ku75> (4ml) KftJBS-tK 7k (5ml) £6N 
(15ml) *jta^-t8WiS«tLfco RJKR6«5**£* on*;U 

-fc«k 0«!S!k 2. 1 g^fc 0 *r 

Hfi^WiS (FD-MS. m/z) :2 82 (M + ) 
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mmmn5 

(4-h'j7^a/ h^-/7x-;i/) {4-CC6, 7-^h*'>-4- 
7xz;l/) t?jy (2 8 4) 
1 lX-mtz4-t Vu*i/z>y.-)l 3- MJ7^Dt*/7i^. 
;b h> (5 8 lmg) iffiflfog.® 4 - T)lT ;;t'ij i>> (2 7 7mg) 
**->U> (2 0ml) ^A*U 7^n*>m«tTmfi*^L^o 1«4- 
?dd-6, «J> (4 6 0mg) £fla;L x 2 4 B$F B m*fc8«t 

a o * ;|, AS^^tK^ v >> «7 AT&$ L tz a &EET&&@£& £ ttfcg 

^77^ -icfct) MK?Do*;UA/MgjL^u (5/1) t- 

4 7 Omg. JR$4 9%Ti#fc 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 4. 03 (s, 3 H) , 
4. 07 (s, 3H), 6. 66 (d, J = 4. 5Hz. 1 H) , 7. 28 (d, 
J =8. 5 Hz. 2H) . 7. 3 5 (d, J =8. 7 Hz, 2 H) , 7. 4 6 

(s, 1H). 7. 47 (s. 1H), 7. 89 (d. J=8. 5Hz, 2 H) , 
7. 92 (d. J=9. 2Hz, 2 H) , 8. 59 (d. J=4. 5Hz, 1 H) 

M#0rM(FD-MS, m/z) :4 6 9 (M + ) 

Wfcm 17 6 

rUIRn^O- h o > ^ > (10ml) 4\ rfrBfoSGDT^y-JU (1. 0 8 g) t 
rtTBRS,©4-3- KK>V^^^o'J K (2. 6 7 g) irfJBSiSaK t-a f7 
A (I 1 I) h'J^^oy^>x^4i-h (6 2 0mg) £jta;U 6 0«t:ic 
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^722rag, JRs£2 l%^fc G 

(FD-MS, m/z) : 33 8 (M + ) 

HSS0U7 7 

HiW119^4-y h + i/7x^ 4-3- h'-y iL—jl yh> 
(7 2 2mg) ^-^dd^> (2 0ml) \z®MU *#T1. 0M*'d> 
MJ^Di K- ^nn^ >jg& (9ml) £fln;i. Lfc„ 1 Bfc& 

380mg. H3S£55 %T-f#fc 0 
1 H-NMR (DMSO-d 6 , 5 0 0 MH z ) : 5 6. 8 9 (d. J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J=8. 6Hz, 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 10. 47 
(s, 1H) 

nmfttim (FAB-MS, m/z) :3 2 5 (M + +l) 
HJfc0<J17 8 

{4- [ (6, h*i/-4-*7 'W 7^-^} (4-3 

- K 7 *-)l>y } * /•••>•• ( 2 8 5 ) 
T^=f>mM^ ISJSWl 2 0T?ifc4-tKo*->7x-jl, 4-3-K7 
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>rly (38 0mg) t4-s*3-)lTi J t°'J (15 8mg) £ 
*•>!/> (11ml) 4^AnSS*»#Lfco 2NM , 0l&4-?np-6. 7- 
h + (2 6 2 ra g) -^Jd*; l^«^Lfcii v 1?!ttag^tt^ia 

/7"7>f -iCt&ffiSgL 'E\z.9uu*)\,J»/fmx-*k (5/1) Tg^S 

mmisviiYJitu-? hy57j -iz&tommu s^©^^*4 5 9m gN 

* H — NMR (CDC 1 3 . 5 0 0 MHz) : 5 4. 0 3 (s, 3H) , 
4. 07 (s, 3H) , 6. 66 (d. J=4. 9Hz, 1 H) , 7. 2 7 (d, 
J=7. 6Hz. 2H). 7. 46 (s. 1 H) . 7. 47 (s, 1H), 
7. 54 (d. J=8. 6Hz. 2H) , 7. 88 (d. J=7. 9Hz, 2 H) 

. 7. 90 (d, J=8. 6Hz. 2H), 8. 58 (d, J=5. 5Hz, 1 

H) 

®S#iJr<i (FD-MS, m/z) :511 (M + ) 
»J17 9 

TtJBSn^O-Kay ^> (10ml) cK ffiB&S.OT.r.y (1. 0 8 g) <fc 
rmS>®4-7a*OV-(Jlfrni) K (2. 20g) imiSS©-!' r-^h*^ 
A (I I I) HJ^M-a^^xJl,*;?;- h (6 2 0mg) £Jp;U 6 0°CK 
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1. 6 5 gs JR^5 7%"e^fco 
1 H-NMR (CDC 1 3 , 500MHz) .63. 8 9 (s. 3H) , 6. 
9 7 (d, J =8. 6Hz, 2H) . 7. 6 2 (d. J = l. 8 Hz, 2H). 

7. 62 (d, J = l. 8Hz, 2H), 7. 80 (d. J=9. 2Hz, 2 H) 
nmftVim (FD-MS, m/z) : 2 9 0 (M + ) .2 9 2 (M + + 2) 

«W18 0 

4 - b Ka^->7xx;l. 4 ~yn^7x-;k h > (##flU.» 
^Jfeffll 2 2-??§*:4 h + ->7x^ Vh> 
(1. 6 5g) ^y^QD^^> (2 0ml) «U *^T1. 0M|d> 
h'J/D; K-^?do^>^ (2 3m 1) MzS#fll#Lfco lift 

<Dit&®}% 1. 3 4 g, W8 5 %Ti#*io 

1 H-NMR (DMSO-dg. 5 0 0MHz) :<56. 9 0 (d, J = 

8. 5Hz, 2H) . 7. 61 (d, J=8. 5Hz. 2H), 7. 66 (d, 
J=8. 6Hz, 2H). 7. 74 (d, J=8. 5Hz, 2 H) , 10. 46 
(b r s, 1H) 

Kft##rii (FD-MS, m/z) :2 7 6 (M + ) , 2 7 8 (M + + 2) 
HteMl8 1 

{4- [(6, \>**/-4-*-J U;U> (4-7 

of7x^) * ? j y (2 8 6) . 
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>rh>(l. l 8 2g) t4-V/*)VTi J f'J i?> (5 7*3m^r 
**->l/> (3 7ml) 4j^Anaa*Jl«5Lfco 3 0#&4-?nn-6, 7 
y> (9 5 4mg) ^*D^ l %m^SglEL^%C^^ 

•o-*jUA/#S£x*;l, (5/1) ^«Klf*»Ji->'J*y;^o-eh^7^-- 
K£!?*SgJU M©ft£#l£l. 5 74 g, JR$ 7 9 KT» fc„ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 0 5 (s, f H) , 
4. 06 (s, 3H). 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d. 
J = 8. 6 Hz, 2H) . 7. 4 6 (s. 1 H) , 7. 4 7 (s, 1 H) , 
7. 65 (d, J = 7. 9Hz, 2H). 7. 70 (d. J=8. 5Hz. 2H) 

, 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz. 1 
H) 

MbMfrtt (FD-MS, m/z) :4 63 (M + ) , 4 65 (M + + 2) 

torn 1 8 2 

(4- [(6, 7-P> Hr->-4-t;'J^) tt'->] 7x-;M U- 
(N-y^bX^y) 7x-;p] (2 8 7) 

7;un->mffiT^ aS«ll2 3T?»fc4-kKo + i/7xi* 4- 70*7 
^> (232mg) (5ml) *^A*U MlCrfJB£ n n a CD N 

-/^Jlt'^y'J> (6 lmg) , ^MJ9A t-7*h*S/K (67mg) , 
b'x (hU7x-WX7^» '<?i?>yA (I I) ?cm;k (7mg) £Jn;L 

1 0 owi 7#wmiito RJts^^m^mmiti- b v*j**.mtt 
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flETffiABS4&SS>ftfcSyiE^ >;uu*)lh/t ? J -)i (10/1) T'Wffi 
■tzmmi'VJjYfrta^ - ic J: •?««!! U «jS<0<k^ft*5 3mg, 

* H-NMR (CDClg, 500 MHz) : <5 2. 37 (s. 3H), 
2. 58 (t. J=5. 5Hz, 4H). 3. 41 (t, J=5. 5Hz, 4H) 
, 4. 04 (s, 3H) , 4. 06 (s, 3 H) , 6. 63 (d. J=4. 9H 
z. 1H), 6. 92 (d, J=9. 2Hz, 2H), 7. 25 (d, J = 
8. 5 Hz,, 2H) , 7. 4 5 (s. 1 H) . 7. 5 1 (s, 1 H)^ 7. 81 

(d, J=8. 5Hz, 2H), 7. 87 (d. J = 8. 6Hz, 2H), 
8. 56 (d. J=4. 9Hz. 1 H) 

Ii^»rI(FD-MS, ra/z) : 4 8 3 (M + ) 

mm 18 3 

{4- [(6. 7.-9/ h*-/-4-^yj;i) y^.-M [4-^e 

;^'jy7x-;i>] / 9 J > (2 8 8) 

x-;U >t h > (2 3 2mg) * h;bi> (5m 1 ) tf^Aft* JEt^rfniSSO-fc 
■^*'J > (5 2rag) . -J-HJ^A t-7*h+-/K (6 7mg) . (MJ 
7x^l*X7 0) (I I) ?o"J K (7mg) ^-JP^A:^ 

1 0 0 W 1 Rjfij! Lfco ££*I&^£t&fnig<t:f- h U -7 UimWit $ o n*;l, 

*du*;UA/#S!jl*;U (5/1) T-mmtzmm's >) 
fiYJltu-? 4 -fc«fc?)fgS!U 3 2 m g N lRl£l4% 

1 H-NMR (CDC 1 q , 5 0 0MHz) : S 3. 34 (t, J =4. 9H 
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z, 4H) , 3. 8 8 (t, J =4. 9 Hz. 4 H) , 4. 0 4 (s, 3 H) , 
4. 07 (s, 3H), 6. 64 (d, J=5. 5Hz, 1H), 6. 92 (d. 
J = 9. 2Hz, 2H), 7. 2 6 (d, J =7. 3 H z, 2 F ff? . 7. 83 
(d. J=9. 2Hz, 2H), 7. 87 (d, J=8. 5Hz, 2H), 
8. 56 (d, J=5. 5Hz, 1 H) , 7. 49 (s, 1 H) . 7. 51 (s, 
1H) 

Kfi##?IS (FD-MS. m/z) :4 7 0 (M + ) 

mmm 1 8 4 ■ ~ 

{4- [(6, 7->7h4->-4-^'J^) 7^-;!,} [4-b° 

p | J-^7x-^] (2 8 9) 

T^3*>m^T> Hffi0Jl 2 3Tl#/c4-t Ko + ^7i-;l- 4-7*d*7 
x^;b yh> (2 3 2mg) (5ml) c^A*U glirfJH5 D °a0 1° 

o'J^> (43mg) x t -7>*>/K (67mg) , h'7; (M 

^-M-X7^ » '^J>>7A (I I ) ? a 'J K (7 m g) *Snifcfft N 1 0 

0 1 Bfe«t# l tz 0 %.mm&M£mumti- h >j j+*mmt ?dd*ut 

mtitzmm*. ^D*^i/ifixfA (5/1) -ejg§a-r^s^->'j*y 
^ D 7h/77^ -iz&bmmL mm<D<t&to*4 5m g> JK$2o%-e*# 

L H-NMR (CDG 1 3 , 5 0 0MHz) : 6 2. 0 5-2. 0 8 (m, 4 
H) . 3. 3 8-3. 4 1 (m, 4 H) . 4. 0 4 (s, 3 H) , 4. 0 6 (s, 
3H) , 6. 57 (d, J=9. 2Hz. 2 H) , 6. 62 (d. J=4. 9H 
z. 1H), 7. 24 (d. J=8. 6Hz, 2H), 7. 45 (s, 1 H) , 
7. 52 (s, 1H). 7. 82 (d. J=9. 2Hz, 2H) . 7. 84 (d, 
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J=8. 5Hz, 2H) . 8. 55 (d. J = 4. 9Hz, 1 H) 
RS^tfHt (FD-MS, m/z) :45 4 (M + ) 

mmm 1 8 5 

(4- [(6, 7-?/ Y*i/-4-*J 7x_;H T4-e 

^'j^;7x-;i/] (2 9 0) 

^rh> (2 3 2 m g) ^f;bi^(5ra 1) 4?fsAn* M£0B£S© t° 
^'J v> (5 1mg) > th'J^A t-yh + vK (67mg) N fx (MJ 
7x;WX7^ » (II) ?D'JK(7mg) £Jnx.fcgL 

1 0 0 TC* 1 Bfejf # Lfco KJSig&$&r£i&?0i£{b^ h V •> ATk&i&i * a a 

*a»&nte««* N t uu*)\,K/nmx-*>\> (5/n -esBa-r 

^^□vh^^-lc^fitSSlU *H©{k&»*7 5mg x IK^3 2% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :c51. 68 (brs, 6 H) , 
3. 38~3. 39 (m, 4 H) , 4. 04 (s. 3 H) , 4. 06 (s, 3 H) 
, 6. 63 (d. J=4. 9Hz, 1 H) , 6. 89 (d. J=8. 6Hz. 
2H) , 7. 2 5 (d, J =8. 5 Hz. 2H) , 7. 4 5 (s. 1 H) , 
7. 52 (s, 1H) , 7. 80 (d, J=9. 2Hz. 2H) . 7. 86 (d. 
J=8. 6Hz, 2H). 8. 56 (d. J=4. 9Hz, 1 H) 
nm^mm (FD-MS, m/z) :468 (M + ) 
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18 6 

N- (2-^ ht->-4-b'7x-^) — N / - (4- [ (6. 
>- 4-4- J D JV) *'^>l 7x^)U} uU7 (2 2 2) 

6, h*->-4- (4-7;/7x;+-» U > (52mg) £. 

h;l/X> (5ml) WffiHU h'Jx^;U7i> (1ml) fcflnjLfcSL M 7 
(5 2mg) £flD;U 2#rajDJftS»ELfco RiE*fc2-^ h*i/-4 
-e7xiA7;> (1 0 3mg) ZMz.. 1 3 ^HftfllftaSE L"fc 0 RlSftCR 
WM&i- b U *A**»«rftix.^ IHeif-X/T?2IaH4aiLfc8i : SaMI*iaffi]A* 
*T?fls*Lx «K7KBKit> h 'J ^A-elBKLfco ttflET*Mt*ff£U " n 
a*;L,A/7-tr h> (10/1) -CJRRW* <> V v A ? o v h y 4 

-fwJ:0*f£!U IIO{b^8 9mg, iR* 9 8 «T?»fc e 

1 H-NMR (CDC 1 3 . 500MHz) : 3. 6 7 (s, 3H) , 
4. 0 0 (s. 3H) . 4. 0 4 (s. 3H), 6. 44 (d, J =5. 5 Hz, 
1H) , 6. 8 6 (d. J = 8. 5 Hz, 1H), 7. 1 0 (d. J = 8. 6H 
z, 2H). 7. 21-7. 37 (m, 4H). 7. 43 (s. 1H), 
7. 5 3-7. 5 9 (m, 5 H) , 7. 79 (s. 1 H) , 8. 41 (s. 1 H) 
. 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d. J = 2. 4Hz, 
1 H) 

®g#tflUFD-MS, m/z) :52 1 (M + ) 

mmm 1 8 i 

N- (2. 6-yV77'Db^7x-;l/) -N' - {4- [(6. 1-V*b 
4v/-4-^y i)» ;fr^>] 7 fri/7 (2 2 3) 

6. 7->M h*->-4- (4-7i;7xy + -» +yU> (54mg) £ 
h;t,x> (5m 1) ic&SU h 5 >'(lm 1) *Jpilfc^ h ij 7 
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(5 3mg) *mz-. 8^rasnjR«jeLfco e$mlk2. 

□ k°;U7- U > ( 0 . 0 5ml) £flnx.. 1 5 afflft&Sffi L £ 9 l&SiKfcfiaR 

*j|/A/7-feh> (10/1) Wn->'^W5A^D7F^77^- 
ICJ: t) fft£! U 6 9 m g v JR¥ 7 6 %Ti#fc 0 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 6 1 . 2 6 (m. 1 2 H) , 
3. 3 9 (m, 2H) . 4. 0 3 (s, 3H) , 4. 0 4 (s. -3-tt) , 
6. 0 9 (b r s, 1H) , 6. 28 (brs, 1 H) , 6. 4 2 (d, J = 
5. 5 Hz, 1H) , 7. 0 8 (d. J =8. 5 Hz, 2H) , 7. 2 6 (m, 
1H) , 7. 2 9-7. 4 0 (m. 5H) , 7. 5 3 (s. 1 H) , 8. 4 6 

(d, J=4. 9Hz, 1H) 

M#*tIS (FD-MS, m/z) :4 99 (M + ) 



IWJ18 8 

N- (2 nn-4 -- hP7x-;U) -N' - {4- [ (6, Y 
*->-4-*yW t»'>] 7x-;U} 7U7 (2 2 4) 

6, 7-i>;« h*f-4- (4-7i;7x;*^) */'J> (104mg) 
(10ml) izUaimmitz^ 2-?ao-4--hD7x-M 
7>7*-h (15 0mg) 1 OWmimffiUz 0 tftlJLTfcfcfca 

£ttJRU h^x 1/^^*3 c£ic J; $£ffl©ffc&tt*l 7 2mg, 
10 0 %Ti§fc 0 

1 H-NMR (DMSO-dg, 5 0 0 MHz) : <J3. 94 (s, 3 H) , 
3. 9 5 (s. 3H) . 6. 4 6 (d, J =5. 5Hz, 1 H) . T. 2 4 (d. 
J = 9. 2 Hz, 2H) . 7. 3 8 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
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62 (d, J=8. 6Hz, 2H). 8. 23 (m. 1 H) , 8. 35 (m, 
1H) , 8. 4 6 (d. J =5. 5 Hz, 1 H) , 8. 5 7 (m, 1H) . 
8. 84 (b rs, 1 H) . 9. 8 5 (b r s, 1 H) 
M##fM (FD-MS, m/z) : 4 9 4 (M + ) . 4 9 6 (M + + 2) 

mmw 18 9 

N- (3-?pp-2-y h^i/7 J L-;U) — N' - (4- [ (6, 
h*->-4 -*J *)Jl) ***A 7*-M frU7 (2 2 5) 

6, 7-^/ h ^ •> - 4 - (4-7; ;7xy + y) * J 'J > (T8mg) £ 
h;Ux> (5ml) Kjta&jgJ&L/^ 3-^aD-2-^ + ->7i;;KV 
•>7*-h (0. 1ml) ^Ja^. N 2 2fim)JQl&&ffiltz 0 ^?ddMA 
/7-fc h> (1 0/1) •£gB§t5-> , )#y^7A?D7 -K«fc*) 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 3 (s, 3H) . 
4. 02 (s, 3H). 4. 05 (s. 3 H) , 6. 47 (d, J=5. 5Hz, 
1H) , 7. 0 1-7. 0 6 (m. 2H) . 7. 1 5 (d, J =8. 5 Hz, 
2H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2H). 
7. 57 (s, 1H), 7. 81 (s, 1 H) . 8. 16-8. 19 (m. 2 H) 
. 8. 50 (d. J=5. 5Hz. 1H) 
M##fli (FD-MS. m/z) :4 79 (M + ) . 48 1 (M + +2) 

mtfomi 9 0 

N- (2-^oa-6-y f;l>7x-^) — N" - {4- [ (6. 7-yV h 
*^-4-*7 'J;U) 7x-;H ^1/7 (2 2 6) 

6. h + ->-4- (4-7;y7*; + i/) +/'J> (52mg) * 
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h;l/x> (5ml) KftlJIMSl&LfcSL 2-^oD-6-yf;b7x^Kv> 
7*-h (0. 1ml) ZUaiL, 1 7&mmmmffi.Ltz 0 VrlblTjitz&ikZm 
flfcLv b>l*>X"foftt6ZtK&*)&m<Dit£®$:6 lmgs 4&1 

1 H-NMR (DMSO-dg, 500 MHz) : 6 2. 28 (s, 3H), 
3. 94 (s, 3H). 3. 94 (s, 3H), 6. 43 (d, J=4. 9Hz, 
1 H) , 7. 1 8 (d. J =9. 2H z. 2H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 3 8 (s, IB) , 7. 5 2 (a. 1 H) . 7. 5 9 W. J =9. 
2Hz, 2H). 7. 98 (s. 1 H) , 8. 45 (d. J=5. 5Hz, 1 H) 
, 9. 0 3 (s, 1H) 

RS^ftfli (FD-MS, m/z) :4 6 3 (M + ) , 46 5 (M + +2) 

1 9 1 

N — (3-?nn-6-^ h^'>7^-;l/) -N' - {4- [ (6, 7-vM 
h^->-4-^/ ij4/) 7x-;H frU7 (2 2 7) 

6, 7-vM h*>-4- (4-7U7 i y4->) +;>J> (5 2mg) £ 
h^x> (5ml) \zUafmmLtz^ 3-^oD-6-n + ->7xzMV 
>7*-h (1 1 lmg) £SD;U 2 9#FM&S2fcLfc 0 Si?:?aD*W 
/7-fe h> (1 0/1) T;mffitZ>i/Vii f f)\>ti : 7L.?u-?Y>f^-?4 -icj-*) 
flSSiU gg4Mt&#j£8 4rag> Jfcspl 0 0%T'*#/c o 

1 H-NMR (CDC I 3 . 5 00MHz) :<53. 6 0 (s. 3H), 
3. 99 (s, 3H), 4. 05 (s, 3H). 6. 46 (d, J=4. 9Hz, 
1H) . 6. 6 9 (d. J = 8. 5 Hz, 1 H) , 6. 9 0 (m, 1 H) , 
7. 1 1 (d, J =9. 2 Hz, 2H) . 7. 4 2 (s. lH),-f. 5 3 (d, 
J =8. 5 Hz. 2H) , 7. 5 8 (s, 1 H) , 7. 8 2 (s, 1 H) , 
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8. 32 (m. 1H). 8. 48 (d. J = 5. 5Hz. 1 H) . 8. 52 (s. 
1H) 

KiMI (FD-MS, m/z) V 4 7 9 (M + ) . 4 8 l^ + + 2) 

$mm 192 

N- (4-^oo-3--hD7^-^) — N' — {4 — [(6, 7-->V K 
^v/-4-*y d-j-S/l 7i-i) ^1/7 (2 2 8) 

6. 7-v^y h + ->-4- (4-7U7x^y) +y; > (5 2mg) £ 
h,>kx> (5ml) IcflnlWSIPLfc&s 4-^an-3-^hn7x^;MVy 
7*-h (2 2 4mg) tin*.* 8»H*D«MIMELfco #ftbLT*A:fea*»» 
U h ;U > tl^t 5 : i i: <t t) ^Soib^* 1 2 5 m g , Mm7 5%T~m 

1 H-NMR (DMSO-dg, 500 MHz) :<53. 93 (s, 3H). 
3. 95 (s, 3H). 6. 46 (d, J=4. 9Hz, 1 H) , 7. 21 (d, 
J=8. 5Hz, 2H). 7. 38 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 2H). 7. 65 (s. 1 H) , 7. 67 (s, 
1H), 8. 31 (s, 1H), 8. 46 (d, J =4. 9Hz, 1 H) , 
9. 01 (s, 1H) , 9. 27 (s, 1H) 
HS##fii (FD-MS, m/z) :4 63 (M + ), 4 6 5 (M + + 2) 

mmmi 9 3 

N- (2. 4->'»nn7x-i) -N' - {4 - [ (6, 7 - ->V H*v- 
4-*yj;lQ ^-^v] »U7 (2 2 9) 

6. 7-^K->-4- (4-7;;7x^-» 4V 'J > (5 3mg) £ 
h;Ux> (5ml) IcJra&rgjgLfc^ 2, 4-vJ^do7x^Kv^- 
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h (115mg) £tn;Lx 2 Oftffltim&M Lfco tFriti L T S fcttfi^ttW U 
h;tx>^^+5;:£fc«fcij*JH0it^*7 4mg* JR^8 5.KT$fc 0 

1 H-NMR (DMSO-dg. 50 0MHz) : <? 3. 9 4 (sT 3 H) , 
3. 95 (s. 3H), 6. 45 (d. J = 4. 9Hz, 1 H) , 7. 22 (d, 
J =8. 6Hz, 2H) , 7. 3 9 (s, 1 H) . 7. 4 0 (m. 1 H) . 7. 

5 1 (s, 1H), 7. 5 9 (d, J =9. 2 Hz. 2 H) . 7. 6 2 (m, 1 
H) , 8. 2 1 (d, J =9. 2 Hz, 1 H) . 8. 4 0 (s. 1 H) . 8. 4 

6 (d, J =5. 5Hz, 1H) , 9. 5 6 (s. 1 H) _ 
Kg^tFfte (FD-MS, m/z) :4 8 3 (M + ) 



m&m 19 4 

N — (2, 6-^QP7x-^) -N' - {4- [ (6. 7-S?y h*->- 
4-^yj;b) 7^-;l/} frU7 (2 3 0) 

6, h*->-4- (4-7i;7x;*y) + / 'J> (52m g) * 

h;Ux> (5ml) CjlH!&ig*PLfc», 2, 6-^DD7t-MVi/7*- 
h (12 5mg) £flD/U 12»MlLfc 0 * L T fc»JI*:»ffi U 
h ;Ux -5 Z. t <0 ^moit^i: 8 1 m g , 9 6 %T~%iz 0 

! H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3 H) , 
3. 94 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14- 
7. 2 0 (m. 2H) . 7. 3 2 (dd, J =7. 9, 7. 9Hz, 1 H) , 
7. 3 8 (s. 1 H) , 7. 5 1-7. 5 4 (m. 3H) . 7, 6 0 (d, J = 
9. 2 Hz. 2H), 8. 2 3 (s, 1 H) , 8. 4 5 (d, J =5. 5 Hz, 
1 H) , 9. 0 9 (s, 1H) 

KSatffli (FD-MS. m/z) : 48 3 (M + ) 



WO 97/17329 PCT/JP96/03229 

16 7 

mmi 9 5 

N- {4- [(6, 7-?;* b*i/-4-*S W 7x-Ji>) - 

N' - [1- x.TW OUT (2 3 1) ' : 'T 

6, 7-vV h*>>-4- (4-7;;7xy + y) ') > (5 4mg) £ 

h;ux> (5ml) KflnJIHgJBLfcgU 1- (i-^7f-;u) xf;Kym 
-h (0. 0 5ml) ^jfffl^ 1 OO^mm^MMUZo K2E£* nosfcAA/ 
T-kby (10/1) T~m.ffl-?Z>i/ l )t>¥Jlt>7l*?u^ Y^f^y ^ -izXK>n 
*!U «B©ib^«j46 5mg v iK¥7 2%Ti#fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 1. 55 (d, J = 

6. 7 Hz, 3H). 3. 93 (s, 3 H) , 3. 94 (s, 3 H) , 4. 62 
(m, 1H) , 6. 3 9 (d, J =4. 9 Hz, 1 H) , 6. 7 9 (s, 1 H) , 

7. 11 (d, J =9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 4 9- 
7. 5 8 (m, 7H). 7. 8 3 (m, 1 H) . 7. 9 4 (m. 1 H) , 8. 1 
7 (m. 1H) , 8. 4 2 (d, J =5. 5 Hz, 1 H) , 8. 5 2 (s, 1 H) 

KS##f{£ (FD-MS, m/z) :493 (M + ) 

$mm 19 6 

N- (2-n-m7x-^) -N' - (4- [ (6. h*->-4 
-*/'J;t/) a-^y/] 7x-;b) uU7 (2 3 2) 

6, 7-y7h*->-4- (4-7;;7x; + y) *y ')> (1 1 9mg) 
^h^x> (12ml) i:BSU h V x-f- for i > (2 . 4ml ) ^Mtl, 
Ml7*X>r> (133mg) ZMz., 2^jDl(jgILfco S^c2-n- 
7-f^7x^7i> (0. 13ml) £Jn;U 1 0^jta«l«^Lfc o 
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£?oo*;l,A/7-tz h> (4/1) T-MffitZ > U ii¥)lti3 A? h^*5 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 0. 9 2 (t, J = 
7. 5Hz, 3H). 1. 3 2-1. 4 0 (m, 2H), 1. 50-1. 57 
(m, 2H), 2. 59 (t, J = 8. 9Hz. 2H), 3. 93 (s. 3H), 
3. 94 (s. 3H), 6. 44 (d. J=4. 9Hz. 1H). 6. 98- 

7. 02 (m, 1H), 7. 12-7. 17 (m. 2 H) . 7. 19 (d, J = 

8. 9Hz, 2H), 7. 5 1 (s, 1 H) ... 7. 5 8 (s, 1 H-k 7. 5 9 
(d, J=8. 5Hz, 2H), 7. 71-7. 75 (m. 1 H) , 7. 89 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) . 9. 11 (s, 1 H) 

mmftVim (ED-MS, m/z) :47 1 (M + ) 

$mW 19 7 

N— (3-xh^->^;feb7x-jl/) - N' - (4- [ (6. 7-?/ h 
4-c / _ 4 ijjijU) y^z-M ^j/7 (2 3 3) 

6, 7--;^ h + ->-4- (4-T i 7 7i;+-» *yj > (1 3 lmg) 
ZhJlJ^y (10ml) izlmf&femt, h'Jxf^7;> (2ml) ^So^fc^ 
h'J7txy> ( 2 1 3 m g ) £fln;i. 2 #RgMfcI3fE L fz 0 KJ&mz 3.-75 
^IfSlxf;l,xxfJl (0. 1ml) £flo;U 7 5>f B m«lS^Lfco 

?on*n,A/7-feh> (10/1) T'Jg§^t--Sv"J*y^*5A^nv 
V >r -izX^omm U SJ®©<ft&$f£ 2 1 4 m g. 0 0 %T-?|fc 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 1. 36 (t. j-=7. 3H 
z, 3H) , 4. 0 2 (s, 3H) , 4. 0 5 (s, 3H) , 4. 3 6 (q, J 
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= 7. 3Hz, 2H), 6. 45 (d. J=5. 5Hz, 1 H) . 7. 13 (d. 
J=9. 2Hz. 2H), 7. 38-7. 4 5 (m. 4 H) . 7. 48 (d, J 
= 9: 2Hz, 2H), 7. 5 6 (s, 1H)7 7; 75 (d. J^7. 3Hz, 
1H) , 7. 8 0 (d, J = 7. 9 Hz, 1 H) , 7. 9 0 (s. 1 H) , 
8. 4 8 (d, J = 4. 9Hz, 1 H) 
n&$Vm (FD-MS. m/z) : 4 8 7 (M + ) 

mmm 1 9 8 

N- (2, 3-y^DD7x^) -N / - {4- [ (6. b*i/- 
4-*J*))\d 7x-;U} »U7 (2 3 4) 

6. 7--^y h+>-4- (4-7;;7x; + y) (52mg) £ 

bJl*> (5ml) IcJnJIM&jSPLfc^ 2, 3-^^DD7x-JKy^- 
h (0. 0 5ml) fcjnx., 2 Oftma*MmLfco Kfcm%L$:?uu*)lL</ 

T-feh> do/1) T8sa-r*->y*w*7A^n^h/77-f-jc«fc»)«i 

SJU ^©<ffc&#|£8 4mg, JR^l 0 0%-e^/i o 

X H-NMR (CDC J 3 . 5 0 0MHz) : 6 4. 0 0 (s. 3 H) . 
4. 0 5 (s, 3H) , 6. 4 5 (d. J =5. 5 Hz. 1 H) . 7. 11- 

7. 17 (m, 4H). 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H). 7. 57 (s. 1H), 7. 91 (s. 1 H) , 8. 22 (d, J = 

8. 5 Hz. 1H) , 8. 4 8 (d, J = 5. 5 Hz, 1 H) . 9. 12 (s, 
1H) 

HfcJMfrfc (FD-MS, m/z) :4 83 (M + ) 
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mt&m 1 9 9 

N- (2. 4-^on7x-^) -N' - {4- [ (6, 7 
4-^;Uii/)>4->] -7jL_;t/} VUT (2 3 5) 

6, 7-y> h + i/-4- (4-7;;7i;*-» *y «J > (5 8mg) £ 
bJUty (5ml) JCjD^jSL^, 2, 4->'?DD7xiMy<>7*- 
h (9 3mg) *Jni> 2 OAMJPjiwiaEL^o RlE/Stt*^ np*;UA/7-b 
r > (1 0/1) TJS^5>' l J*'7 s ';u*vA^ d-7 h^57-f -jriOflHKU 

X H-NMR (CDC 1 3 . 500MHz) : 5 4. 04 (s, 3H), 
4. 0 6 (s, 3H) , 6. 4 7 (d. J = 4. 9H z. 1 H) . 6. 9 8 (d 
d, J=2. 4. 8. 5Hz. 1H), 7. 19 (d. J=8. 5Hz. 2H) . 
7. 25 (s. 1H), 7. 29 (s, 1 H) . 7. 39 (s, 1 H) , 
7. 4 3 (s, 1H), 7. 5 2 (d, J = 8. 5 Hz, 2 H) , 7. 5 6 (s. 
1H) , 8. 40 (d, J=2. 4Hz. 1 H) . 8. 50 (d, J=4. 9H 
z, 1H) 

MbMJrffi (FD-MS. m/z) :4 8 3 (M + ) 
MMm20 0 

N- (3, 4-^po7x-^) -N' - (4- [ (6, 7-v>V 
7t*f] 7x-;U) 1x7 (2 3 6) 

6. 7-^h*->-4- (4-7iy7x;*-» 'J> (5 lmg) & 
h;Ux> (5m 1) fctoHMglPLfc^ 3. 4-^aD7x-Mv>7?- 
h (10 2mg) *Jni x *rfflL-C*fcf§g£MKU h 

;Ux 5 C £ »c«fc ») M<D<bM« 7 1 m g ; JRsp 8 4 %-mtz<, 

1 H-NMR (DMSO-d fi , 500MHz) :<53. 94 (s, 3 H) , 
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3. 95 (s. 3H). 6. 44 (d, J=4. 9Hz, 1 H) , 7. 14- 
7. 2 4 (m. 2H) . 7. 3 4 (m. 1 H) . 7. 3 8 (s. 1 H) , 
7.5 0 ~ 7.52 (m, 2 H) i 7. 5 9 (d, J =9. 2H zT 2H) , 
7. 88 (s, 1H), 8. 46 (d, J=4. 9Hz. 1 H) . 8. 92 (s, 
1H) , 9. 0 0 (s. 1 H) 
MbMHI (FD-MS, m/z) : 48 3 (M + ) 

9gffcf92 0 1 

N- (3, 5-^aa7x-;Q -N' - (4- [ (6, 7-y> 
4-*J*))V) ^-^->] 7x^;H frU7 (2 3 7) 

6, 7-S?y h*«>-4- (4-7;;7x;+-» *y D > (53mg) £ 
bJU^> (5ml) KjnilW8JI?Lfc8U 3. 5-^^D07x-Hvm- 
h (7 6mg) S-Jjn*.. 8 ^MJPJIWKft L fc 0 WtfJLTfcfcttBfcJftRU 
x>T^fc**c£»c«fc$3ai©ft£«5*7 5 m g s JR^8 7%TifA: 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s. 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 9. 0 0 (b r s, 1 H) , 9. 0 7 (b r s, 1 H) 

SfS##fffi (FD-MS. m/z) :4 8 3 (M + ) 
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H»2 0 2 

N- (4-?PP-2--ho7x-;U) -N' - {4- [ (6. 7-^y S 
^•>-4-+yj;U) 7x-;i>) frl^T (2 3 8) • 

6, 7-->V h + v/-4- (4-7;;7x^i/) <J > (1 2 3mg) 
£hJlx.> (1 2ml) Kfln&-/g&?Lrt:gL 4-?oo-2-^l«n7xiH 
Vi/7%- h (1 7 2mg) £flQ;i N 1 4ftfiUXimj&MLtZo VtthLTgtz&i 3 B 
£SIKU h^>-e^tSCilcJ;»3gSO'ft:^ ; $-l 7 4mg N iR$8 5 

1 H-NMR (DMSO-d g, 5 00MHz) : <5 3. 9 4 (s, 3 H) . 
3. 9 5 (s, 3H) , 6. 4 6 (d. J =4. 9 H z. 1 H) , 7. 2 3 (d. 
J=7. 3Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s. 1 H) , 
7. 62 (d, J=7. 3Hz, 2H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 1 4 (s, 1H) , 8. 3 5 (d. J =9. 2 H z, 1 H) . 8. 4 6 
(d. J = 5. 5 Hz, 1H) , 9. 6 2 (s, 1 H) , 10. 0 (s, 1 H) 
ai^ffi(FD-MS, m/z) :4 9 4 (M + ) . 4 9 6 (M + + 2) 

N- (2-7U-4-^oo7x^) -N" - {4- [ (6, 7- : J/ h 
»v/-4-^yj;Q 7x-i) -7 1/7 (2 3 9) 

N- (4-?DD-2--hD7i-^) -N' - {4- [ (6, V 
^^_ 4 _ + y ^-^i/] ^x^ji,} ^i/7 (1 5 8mg) £?oa*;UA 

/y*y-;U/7k (10m 1/7 0ml /5ml) Ki§*PL **BfS&+ h 'J -7 
A (1. Olg) S-flD*.. 6 0ti:t37M#Lfc o ? on*;l,AT-2®Jft 

&*S£S£U gSat£?ao*;UA/7H?b:/ (1 0/1) -CSt^t* ') ay 
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1 H-NMR (DM SO- dg, 5 0 0 MHz) : 5 3. 9 4 fS, 3H). 
3. 9 5 (s, 3H), 5. 0 9 (b r s. 2H) . 6. 4 3 (d. J =4. 9 
Hz, 1H) , 6. 57 (m, 1 H) . 6. 78 (d. J=2. 4Hz. 1 H) , 

7. 17 (d, J=9. 2Hz, 2H) . 7. 34 (d. J = 8. 6Hz, 1 H) 
, 7.- 3 8 (s, 1H) , 7. 5 1 (s, 1 H) , 7. 5 7 (d, J =8. 5H 
z, 2H). 7. 77 (s, 1H). 8. 45 (d. J=4. 9Hz, 1 H) . 

8. 8 9 (s, 1H) * 

N- {4- [(6, 7-?y h*->-4-*yjd0 7z-;H - 

N' - (2-b'U yyijJl^-jy) fruy (2 4 0) 

6, 7-5» 4- (4-7;;7x; + » +y U > (7 5mg) £ 

h;Ux> (7ml) ICjpS^j^Lx Ml^f-JUT^ (1. 4m i) $:lMz.tz'&^ 
b>)7*x¥> ( 2 0 1 m g ) 1 ^F^Jn^iiSSt L fc e BUmtz. 2-t'V 

i?>JjJl,tf*Vi K (1 0 2mg) ^in^ 3«rBaftlSfta«ELfco RiKttC^R 

h ') * &*m&tn^ mt^r jit- 2 (Hiffitb L ^ttlf^ti* 

*jUA/y-trh> (10/1) T*S?fit5y'JAyi*7A?o7hr77>f- 
fc*D*l»U gji®{b£$j£8 6mg N iR^7 7 %Tf#/c 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 4. 06 (s, 3H) , 
4. 06 (s. 3H). 6. 49 (d. J=4. 9Hz, 1 H) , 7. 20 (d, 
J =9. 2 Hz, 2H), 7. 4 3 (m. 1 H) . 7. 5 7 (s. 1H) . 
7. 5 9 (m, 1H) . 7. 7 1 (d, J =9. 2 Hz, 2H) . 7" 9 7 ( m . 
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1H), 8. 28 (d, J=7. 9Hz, 1 H) . 8. 50 (b r s, 1 H) . 
8. 68 (d, J=4. 9Hz, 1 H) . 10. 1 (b r s. 1 H) . 10. 7 

(b r s. 1 H) r 

K&ftVrtM. (FD-MS. m/z) : 4 4 4 (M + ) 



nmw2 0 5 

N- (3-»np-4. 6-S?y h^->7x-i) -N' - {4- [ (6, 7 

h*i/-4-*yu;u) 7x-jH >)P7 (2 4.1L- 

6. 7-vM h*->-4- (4-7i;7xy + y) *>"J> (54mg) * 
h;loc> (5ml) lcft«IM6*?Lfc&» 3-?oo-4, h*->7x^ 
AH" V •> T * - h (76mg) *Jin;U 1 8 £ISUn*!tiS*fE L fc 0 Rife*** * o 
□ (10/1) tIKt«y'J*m7A^U7h/77-( 

-KcfcOfggJU IHDlb^9 3mg, JR^ 1 0 0%Tli^ o 

1 H-NMR (CDC 1 3 . 500MHz) :<53. 76 (s. 3H). 
3. 87 (s. 3H) , 4. 0 2 (s, 3H) , 4. 0 5 (s, 3 H) . 

6. 4 6 (d. J =5. 5 Hz. 1 H) , 6. 4 9 (s, 1 H) . 7. 1 3 (d, 
J =8. 5 Hz, 2H) , 7. 2 0 (s. 1 H) . 7. 4 2 (s, 1 H) . 

7. 50 (d, J =8. 5Hz, 2 H) , 7. 57 (s, 1 H) . 7. 59 (s, 
1H). 8. 12 (s. 1H). 8. 48 (d, J=5. 5Hz. 1 H) 

Kfi^-tfrffi (FD-MS, m/z) :509 (M + ) , 511 (M + + 2) 

N— (4 -goo- 2 1-Jl7x.—)l,> -N' - {4 - [ (6, 7--^|> 
^->-4-^yj;U) Jr^vl 7 frU7 (24 2) 



6, h*->-4- (4-7;y7x;*'» */'J > (5 5mg) £ 
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bJU^y (5ml) izmimmit:'&. 4-^Do-2-^f;l'7x-;Kvi' 
T*-h (9 0mg) Zm*., 2 6#®mM&mitz 0 VriiilTZtzl&ikZtim 
U MUx VT'iffm-t 5 -C <!: IC3; tfSWOffc'^*!* 6 9 m g x 0 %Tf#rt: 0 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 6 2. 2 6 (s, 3 H) , 
3. 9 4 (s, 3H) . 3. 9 4 (s, 3H) . 6. 4 4 (m, 1H), 
7. 18-7. 2 0 (m, 3 H) . 7. 2 5 (s, 1 H) . 7. 3 8 (s, 1 H) 
, 7. 5 1 (s. 1H) , 7. 5 9 (d, J ="9. 2H z, 2 H) , 7. 8 7 
(m, 1H) , 7. 9 9 (s, 1 H) . 8. 4 5 (m. 1 H) , 9. 15 (s, 
1H) 

MbHfHEt (FD-MS, m/z) :46 3 (M + ) . 46 5 (M + +2) 
HJS0J2O 7 

N- (2-j»op-3-yf^7x-;l/) -N' - {4- [ (6. h 
*->-4-*yj;lQ 7x-;l/} <7U7 (2 4 3) 

6, 7-iV h + ->-4- (4-7;;7x;+i') (52mg) £ 

h;Ux> (5ml) {CjD^ft?L^ 2-^OD-3-y^7x-Mv> 
(0. 2ml) *Uq^ 1 2&®mt&mffiLtz 0 fcfcm&Z ? a u * jl 
A/7-b h> (1 0/1) T-SiitS •> 'J 7 Q7 h ^7 7 ^ -K* 

U £g<D<ll&#l£3 Omg, JR$3 7%-Ci#fc 0 
X H-NMR (CDC 1 3 . 500MHz) :52. 28 (s, 3 H) , 
4. 00 (s. 3H), 4. 03 (s, 3 H) . 6. 41 (d, J=4. 9Hz, 
1H) , 7. 0 9-7. 1 5 (m. 4H) , 7. 3 7 (s, 1 H) , 7. 3 9 
(s. 1H). 7. 42 (d. J=8. 5Hz. 2 H) . 7. 55 (s, 1 H) , 
7. 6 1 (s. 1H) , 7. 7 2 (s, 1H) , 8. 4 4 (d, J =5. 5 Hz. 
1H) 
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gmftVim (FD-MS, m/z) : 4 6 3 (M + ) , 46 5 (M + + 2) 
fUfc#J2 0 8 

N— (3-7;;-4-^DQ7x^) — N' - {4- [ (6, l- : Jt Y 
*';-A-*rJ*))l) 7x-M frb7 (2 4 4) 

N- (4-?oD-3--hn7^;l) -N' - {4 - [ (6. 7 h 
+ i/-4- + y'J^) -J x.=-)\A ^\yy (lOOmg) 4?dd*u 

/*9J-)\,/i£ (5ml/l 5ml/3ml) lw*#?U ..f-^fifflfch h 'J A 
(3 5 8mg) £fln*-> 6 0°CICT2 0^H«»Lfc o ? ° o*;UA-e2lsMai 

1 H-NMR (DMSO-dg, 500MHz) :<5 3. 9 4 (s, 3 H) . 
3. 9 5 (s. 3H) , 5. 3 0 (b r s, 1 H) , 6. 4 5 (d. J = 
5. 5 Hz, 1H) , 6. 6 4 (m, 1 H) . 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J = 8. 6Hz. 1H), 7. 20 (d, J=9. 2Hz, 2H), 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H), 8. 47 (d, J=4. 9Hz, 1 H) , 8. 56 (s, 1 H) , 

8. 7 3 (s. 1H) 

OT##rfiI (FD-MS. m/z) :4 6 5 (M + +l) 



WO 97/17329 



1 7 7 



PCT/JP96/03229 



mmw2 o 9 

N- (3-/ b*i/-7u£fr> -H' - (4- [ (6. h*is-4- 

>iy v± ~m vr (2 4 5 ) /*f 

6, 1-*J* h^rv'- 4 — (4-7?;7x; + -» *yj> (5 lmg) £ 
h;Ux> (5ml) CftUR&BU MJx*^7?> (1ml) h 
U7*^y> (5 4mg) 2^M*ftSaf£L/c 0 KJ6fclc3-y h + i> 

; > (0. 0 5ml) «n*.* 1 2 ^PJJJDJIMI* U fc G KfciftlcRBE 

*;l/A/r-fe h > (10/1) «t 5 •> 'J 7 D7 h ^7 7 - 
lw«fc»)**«U $I®M*5 1mg, <WP7 2KT?»rt:o 

^ H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 8 2 (m, 2H) . 
3. 3 1 (s, 3H) , 3. 3 9 (m. 2 H) , 3. 5 0 (t, J =4. 5 Hz, 
2H), 4. 03 (s. 3H) , 4. 04 (s, 3H), 5. 65 (b r s, 
1H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 10 (d, J = 8. 7H 
z. 2H) , 7. 4 1-7. 5 5 (m, 4 H) , 7. 5 5 (s, 1 H) , 
8. 4 6 (d, J =5. 5Hz, 1 H) 

m&timm (fd-ms, m/ z > : 411 (m + ) 

^012 10 

N- (2-^ h*>x^;U) -N / - (4- [ (6. i-*J* \.^i/-4-^ . 
yj;u) (2 4 6) 

6. 7-^n + ->-4 - (4-7i;7x; + i/) (5 2mg) £ 

MUx> (5ml) l=*DJfefiFft¥U^ Y V fl,7 I > (1ml) £Jn*.rt:& x f 

(54mg) z%mtotb3&.WLLK.o m&mzz-* 
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s.*jlTi> (0. 0 5ml) 8#HHnMS»«ELfco RiE^eiftifc** 

*U *R*8fflN-h 'J*/a?ia*Lfco MET®ig£g*U Si&Dn^ 
A/T-feh> (10/1) 7g|«ni";*m7A^d7^77-f -K«fc 
*)»*IU «H©-ffc£to£6 3mg % $$9 1%Ti#fc 0 

1 H-NMR (CDClg, 5 0 0MHz) :<53. 3 6 (s, 3H), 
3. 36~3. 53 (m, 4H), 4. 03 (s. 3 H) , 4. 03 (s. 3H) 
. 5. 8 1 (brs. l H) , 6. 4 3 (d, J = 5. 5 H z, 1 Ml . 
7. 8 7 (d. J =8. 5 Hz, 2 H) , 7. 4 0 (s, 1 H) , 7. 4 5 (d, 
J = 9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) . 7. 9 2 (s. 1 H) , 8. 
45 (d, J = 4. 9Hz, 1H) 
KI^ffKFAB-MS, m/z) : 3- 9 8 (M + +l) 

m&m2 i i 

N- {4- [ (6, T- : J* l-*v-4-4-y U;l) 7^_;U} - 

N' - (2-b"U *J)\,t *Jl) (2 4 7) 

6, 7-i?/ h + i/-4- (4-7;;7x; + i/) *yj > (5 2mg) * 
h;t,^> (5ml) IzlXim&MU h'Jif*7i> (1ml) £flnx.*:&. h 
(5 4mg) £flU;i> 2#F a W^^L/c 0 StS&K 2 - f 'J yJl 
i*A>7\y (0. 05ml) £Jd*.. 1 2 £Mto*M«ft L fc 0 RJSttfcBfflfck 

^A/T-tr h> (1 0/1) -eJggatii/'J ^y^^^A^ov -II 
«k 0 *§S2 U %m<»<t&®$: 7 6 m g v W 1 0 0 
1 H-NMR (CDC 1 «, 5 00MHz) :<54. 00 (s, 3H), 
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4. 01 (s, 3H), 4. 58 (d. J=5. 5Hz, 2 H) , 6. 39 (d, 
J=5. 5Hz, 1H), 6. 66 (m. 1 H) . 7. 05 (d. J=9. 2H 
z. 2H), 7. 1 8 (m, 1 H) , 7. 3 4 (d. J =7. 9Hlf 1 H) , 
7. 39 (s, 1H) , 7. 45 (d, J=9. 2Hz, 2 H) , 7. 54 (s, 
1 H) . 7. 6 6 (m, 1 H) . 8. 4 0 (b r s-, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H). 8. 47 (d, J = 4. 9Hz, 1 H) 
S^i(FD-MS,'m/z) :4 3 0 (M + ) 

mmm2 1 2 

N- [(4-tert - -f^-Jly ^_;U) tJ-jj,'] — N' - {4- [ (6. 7 
-^nt->-4-^'J;l/) 7x-i) frUT (2 4 8) 

6. 7- ; JJ h + ->-4- (4-7U7i;+y) 4V'J> (50mg) £ 
r;Ux> (5ml) {c*n«i^L. Mjc^7~> (1ml) £flD*_fc& N H 
U7*x>r> (5 5mg) ^fln*.. 2$mija!mMltz 0 fcfcmz (4-t e r 
t-r^7x-^) ^^;bT^> (0. 0 5ml) 1 2^P B 1Jn^S^ 

*U gfll^OQ^UA/y-tr h> Q 0/1) TS§j§t 5 •> U *7^l/# ^ A 
^u^h^^^^-Jc^O^SSU mm<Dit£®£2 3m g> JR^2 8%Tf^ 0 

1 H-NMR (CDClg, 5 0 0MHz) :<53. 99 (s, 3H) , 
4. 01 (s, 3H), 4. 38 (d, J=5. 5Hz, 1 H) , 5. 81 (b 
rs. 1H), 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2 Hz, 2H) , 7. 2 0-7. 4 0 (m, 7H) , 7. 5 2 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d. J=5. 5Hz, 1 H) 
n&ttm (FD-MS. m/z) :4 8 5 (M + ) 



WO 97/1 7329 PCT/JP96/03229 

18 0 

mmm2 i 3 

N- {4- C (6, 7-'JJ b*>-4-*J U;U) 7*z.)U - 

N' - (3-b°U 'JA,*?-^ *JV7 (2 4 9) 

6, f + ->-4- (4-7;;7i;+-» *;<J > (5 2mg) £ 

r^x> (5ml) fcSD&7gA?U Mx^Ur- > (1ml) £M/Lfc& N P 

u 7 * x f .V ^ s 6 m g ) zm*-, 2 Ammmmm i fc„ Rtsmiz 3 - 1° y s? * 

/f-JU7S> (0. 0 5ml) fcfln*, 12»WJP3!WB«ELfco ElSftfc&Ifcjc 
r 'J * A#&ft£Jn;U ft^^^2 [5JffltB Lfc^^^^MQ^Jg7KT" 

W7th> (10/1) T?fi»i w 5*>y*y^*7A^D-!rh^7 7-f-.Jc 
*t>*H!U IiO^M7 lmg, iK^9 3%X''&tz 0 

X H-NMR (DMSO-dg, 500MHz) : 6 3 . 93 (s, 3H). 
3. 9 4 (s, 3H) , 4. 3 4 (d. J = 5. 5 Hz. 2H) , 6. 4 0 (d, 
J=4. 9Hz, 1H), 6. 72 (t. J=6. 1Hz, 1 H) . 7. 12 
(d, J =9. 2 Hz. 2H) , 7. 3 5 (m. 1 H) . 7. 3 7 (s. 1H) . 
7. 5 0 (s, 1H) . 7. 5 3 (d. J =9. 2 Hz, 2H) , 7. 7 2 (d. 
J =7. 9 Hz. 1H) . 8. 4 3-8. 4 6 (m. 2H) . 8. 5 3 (s. 1 
H) . 8. 7 3 (s. 1H) 

n&ftmm (fd-ms, m/z) : 430 (m + ) 

H»2 14 

N- {4- [ (6. 7-S?y h*'>-4-*yj;tQ 7x-;l) - 

N / - (4-b°U v?;M j-Jl) frl/7 (2 5 0) 

6. 7-S>y-h*S/-4— (4-7;/7x;4 1, » *>"J > (5 2ltig) £ 
WUx> (5ml) Kft»R$ffiU HJxf-;U7$> (1ml) *jQ*fc(k |> 
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•J7t^> (5 3mg) £t)D*-> 2fimm®&%iltz 0 RfctiUZ 4 - t' >) f )l 
**fr7\> (0. 0 5ml) fcHniU 1 2^mafmWLLti 0 K£&«K?7j< 

;UA/7-trh> (10/1) •> 'J 7 A ^ o v f /5 7 -|; 

«fc o fist u mmoiksmz 4 0 m g , 5 4 $ra#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 4. 01 (s. 3H), 

4. 03 (s, 3H) , 4. 4 3 (d, J =5. 5 Hz. 2H) . 5. 9 7 (m, 

1H), 6. 4 0 (d, J =5. 5 Hz, 1 H) . 7. 0 8 (d, J =9. 2H 
z, 2H), 7. 20 (d. J=5. 5Hz, 2H), 7. 38 (s. 1 H) , 

7. 42 (d, J=8. 6Hz. 2H). 7. 54 (s. 1 H) . 7. 81 (s, 

1H). 8. 4 2 (d, J =5. 5 Hz, 1 H) , 8. 4 9 (d. J =6. 1H 
z, 2H) 

nStitirW. (F D —M S, m/z) : 4 3 0 (M + ) 

mmm2 1 5 

N- {4- [(6, 7-^ ht->-4-^;'J^)t^->] 7x-M - 
N' - [ (4-^^f^7;;7x-;P) yf-;tQ »l/7 (2 5 1) 

6, h+>-4- (4-7;;7x; + '» 'J y (5 lmg) £ 

h;lo_> (5ml) izmmmi&U HJx^>»U7S> (lml) £*JDx.rt:& N h 
U7*xy> (5 5mg) £fln;L N 2^Jnl»iilMLfco (4-i^f- 
A7;;7x^) >^7S> (10 4mg) fcfln*., 12»«SJSiELfco 

gat£?oD*;i/A/7-t?h> (10/1) T-sBs-rs^'jay^^A^n^ 
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1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 2. 8 7 (s, 6 H) , 
3. 9 3 (s, 3H) , 3. 9 4 (s. 3H). 4. 18 (d, J 5Hz. 
2H). 6. 4 0-6. 4 3 (m, 2 H) , 6. 7 0 (d, J = 9. 2 Hz, 2 
H) . 7. 13 (d, J=8. 6Hz. 2H). 7. 14 (d. J=8. 6Hz, 
2H) . 7. 3 7 (s, 1H) . 7. 5 1 (s, 1H). 7. 5 2 (d, J = 
9. 2 Hz, 2H) . 8. 4 4 (d, J =4. 9H z, 1 H) . 8. 5 7 (s, 
1H) 

WMftmm (FD-MS, m/z) :4 7 2 (M + ) 

N- (4- C (6, 7-^y h*->-4-4-7 'J 40 Jr^vl 7 - 
N' - (3, 5-^-hP7x~JU) ^1^7 (2 5 2) 

6, 7- : J/ h*<>-4- (4-7$ /7xy + -» 4->"J> (54mg) £ 
b;bx> (5m 1) Kin&i§$L*:gL 3, 5-y-hn7x^KVy7^- 
h (8 1mg) &mz^ 2Qftmtm&ffi.Ltz 0 Km®®.&>rau*Jl,A/T-t 
b> (10/1) T*mffltZi<' i )J]¥J\<ti ; 7A>?a-7 bf^n - J; *) ffitj U 
SS©ft&#l£ 5 3 m g ^ JRS£ 5 7 %Ti#?c 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s. 3 H) , 
3. 9 5 (s, 3H) . 6. 4 6 (d, J =4. 9 Hz. 1 H) , 7. 2 4 (d, 
J =9. 2 H z, 2H) , 7. 3 9 (s, 1 H) . 7. 5 1 (s, 1 H) , 7. 
64 (d, J=8. 5Hz, 2H) , 8. 42 (s, 1 H) . 8. 47 (d. J 
= 4. 9Hz, 1H). 8. 77 (s, 1 H) , 8. 77 (s, 1 H) , 9. 2 
1 (s, 1H) , 9 7 3 (s, 1H) . 

nm#mm (fd-ms. m/ Z ) :5 0 6 (m + +d 
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m&M2 1 7 

N- Q?n^*->;l/) -N' - {4- [ (6,' 7-^ Ft->-4-t;iJ 
;l) v] y x. - M V is 7 ( 2 5 3 ) 

6. 7-->V h + >-4- (4-7;;7x;4-» *y «J> (20 0mg) 
£b;Ux> (5ml) Kflni&fgft? Lfc^ u^i/JU y h 
(3 4 Omg) S-fln*.. 8 0-9 0tT~3 0 »MflDJIMt# L fc„ RJS«H=**fti 

•>A7?iaj|Lfco «ET«Ht*e*L, 8i^DD^V7-lrh> (10/ 

2 1 0 m g „ (RsfS 7 4 %Ti#Jt 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 1 . 11-1. 2 2 (m, 2 
H) , 1. 3 4-1. 46 (m, 2 H) , 1. 5 6-1. 6 6 (m. 2H) . 
1- 6 8-1. 7 8 (m, 2H) . 1. 9 6-2. 0 5 (m. 2 H) , 3. 64 
-3. 7 3 (m, 1H) , 4. 0 5 (s. 6 H) , 4. 5 8 (d, J =7. 9H 
z. 1H), 6. 36 (s, 1H). 6. 46 (d. J=4. 9Hz, 1 H) . 
7. 13 (d, J=8. 6Hz, 2H). 7. 42 (d, J=8. 6Hz, 2H) 
, 7. 42 (s, 1H). 7. 56 (s. 1 H) , 8. 48 (d. J=4. 9H 
z, 1H) 

K«#$fM (FD-MS. m/z) :42 1 (M + ) 

mmm2 1 8 

N- (3. 4-?7JltP7x-Jl) — N' - {4- [ (6, 
-4-^yj^) 7x-Jb> fruy (2 5 4) 

6. 7-vy h + ->-4- (4-7;>7x; + >» *y »J> (50mg) £ 
h;^> (5ml) tttaftftftU h'Jx**7 5 > (1ml) ^Jn^fc'^ h 
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*)7*xf> (5 5mg) £Jnx.. 3 ftfmtftal&Mtt L tz 0 KJS&K3. 4-v*7 
Moj^'J > (6 6mg) 2 0#HKn*!»«Lfco RiEKKKiblc* 

A/7-bh> (10/1) TRBa-rS^y^W^^A^avh^^-f-jcJ; 
D«H!U SH©{fc£«H£6 3mg, JRSp8 3K*e$fc 0 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 54. 0 3 (s. 3H) . 
4. 0 6 (s. 3H) . 6. 4 5 (d. J =5. 5 Hz. 1H) . 6._9 6~ 

7. 0 2 (m, 1H), 7. 0 2-7. 10 (m. 1 H) , 7. 11 (d, J = 

8. 5Hz, 2H), 7. 41-7. 45 (m. 2H>, 7. 48 (d, J = 
8. 6Hz. 2H), 7. 58 (s, 1H). 7. 72 (s, 1 H) . 7. 74 
(s, 1H), 8. 44 (d, J = 5. 5Hz. 1 H) 

KM&lfm (FD-MS, m/z) : 4 5 1 (M + ) 

HJfe^2 1 9 

N — (2, 4, 5-h'i7^a7x-;l/) -N' - {4- [ (6. 
rfr^-4— fry U;10 ** : A y*-M VUT (2 5 5) 

6. 7-i?y h*i/-4- (4-75 >/ 7xy + «» *yj > (5 Omg) £ 
(5ml) h'Jx^;b7 5> (1ml) £J)0;lfc&> h 

*)y*x>f> (5 5mg) *JD*^ 3&NEtaJIKnftLfco K£&lc2, 4, 5- 
h «J 7Wo7- 'J y ( 7 5 m g ) Z1S\^ 2 0 ^UnftiBtt L fc 0 

n*AA/7* h > (1 0/1) T?JHH'j-*-*>'J ttfkii^UZ h**5:M 
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1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 94 (s, 3H), 
3, 95 (s, 3H) , 6. 45 (d. J=5. 5Hz. 1 H) , 7. 24 (d, 
J = 8. 6H z, 2H) , 7. 4 0 (s, 1 H) , 7. 5 2 (s. ffr) . 

7. 59 (d, J=8. 6Hz, 2 H) . 7. 6 2-7. 7 0 (m, 1 H) , 

8. 1 7^8. 2 5 (m. 1 H) , 8. 4 8 (d, J =4. 9 Hz, 1 H) . 
8. 76 (s, 1H) , 9. 2 3 (s. 1 H) 

H»#tfHS (FD-MS, m/^z) : ~4 6 9 (M + ) 

N- (2, 4, 6 - MJ 7;^D7 )l) — N' - {4- C (6, 7->>y 
h4-^-4-*A'J;l/) ^-^i/] 7x-^} -7 1x7 (2 5 6) 

6, 7-^>*i'-4- (4-7i;7xy*-» (50mg) £ 

(5ml) izmmmmU h'jxf^7;> (lml) ^Jd^/c^ h 
'J7t7,y> ( 5 5 m g) £tn;L. 3 ^Jn^«i Lfz 0 RtSfclc 2 , 4 . 6 - 
h'j7;Wu7-'J > (7 5mg) 2 0^MiSiLfco £l£&Kf£ 

n*)lA/T* h> (10/1) T-mmi-Zi'' l ) ilfJlfi 5 1*? h^*5 7 4 

1 H-NMR (DMSO-d g, 5 0 0MH z) : 5 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H), 6. 4 3 (d, J =5. 5Hz, 1 H) , 7. 2 0 (d, 
J =8. 6 Hz. 2H) , 7. 2 9 (t, J =8. 6 Hz. 2 H) . 7. 3 9 
(s. 1H) . 7. 5 2 (s. 1H), 7. 58 (d. J=8. 6Hz. 2H), 
8. 07 (s. 1H). 8. 46 (d, J=5. 5Hz. 1H). 9. 14 ( St 
1H) 
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Hfi^tfrffl (FD-MS, m/z) :4 6 9 (M + ) 

■m. 

HS60J2 2 1 

N- (2. 3, 4-b 'j7^o7x-;P) -N' - {4- [ (6. 
h*->-4-4-7 V)V) 7x-;l/} 7U7 (2 5 7) 

6. h*->-4- (4-7;;7x; + y) *y >J > (50mg) £ 

h;u^> (5ml) tetnaftift/BU MJi*^7$> (lml) ^rjp^r:^ h 
U 7 * x > ( 5 5 m g ) £#a;U .3.^BMDJliJi jfE..L 2 ,*3 . 4 - 

h'J7;^D7-'J> (7 5mg) ^Jn^-> 2 0£ffl)jaM>mmiiz o 'KlCttCK 
BE*** h 'J 7A7jqg&£fln;l N ^x^;UT2ts]}ftaiLfc»^^«afil^| 

u*)lU/T-bYy (10/1) T'mffitZis ] )jj¥Jl'ti^M>?n^ 
-fcJi&IMfiU M«Dfb£tt*l 8mg, JR^2 3%Tl#fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 9 5 (s, 3H), 6. 4 4 (d, J =4. 9 H z, l H) , 7. 2 3 (d, 
J=8. 6 Hz, 2H) . 7. 2 5-7. 33 (m. 1 H) , 7. 39 (s, 1 
H) , 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2 H) , 

7. 8 5-7. 9 2 (m. 1 H) , 8. 4 7 (d. J =5. 5 Hz. 1 H) , 

8. 7 3 (s, 1H) , 9. 2 1 (s, 1 H) 
Rfi##Hi (FD-MS, m/z) :46 9 (M + ) 

fUfetf>J2 2 2 

N- (2, 5-^ h*v/7*-;U) -N' - {4 - [ (6, l-'J* 
- A.-* J U ;U) 'A 7 ^ ■z-M 7 1/7 (2 5 8) 
6. 7-^> h*->-4- (4-7;;7xy+-» +y'J> (5 6m g) £ 
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bJ^> (5ml) h'MW;> (1ml) *mz.tz'&s b 

*)7*x>f> (6 6mg) *3SDi. 3^HJDjlWBKLfco RiBttfc2. 5->V 
h + • / 7- y > ( 1 0 2 m g ) £ JD;U 1 0 L'fc 0 SlStefctKR* 

^A/7-feh> (10/1) "cmS6t^^ l )iJV f JUijyi,^a-7 b^y^-tz 
£ 9 U *BO< fc^tt* 8 1 m g , TO 9 0 % Wfco 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 3. 6 8 (s, 3H) , 
3. 78 (s. 3H). 4. 02 (s, 3 H) , 4. 05 (s, 3H)", 

6. 4 6 (d. J = 5. 5Hz. 1H), 6. 53 (dd. J = 3. 1. 8. 5 
Hz, 1H). 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H), 7. 43 (s. 1 H) . 7. 52 (d, J=9. 2Hz, 
2H) . 7. 5 5 (s. 1H) , 7. 5 7 (s, 1 H) . 7. 7 8 (s, 1 H) , 

7. 91 (d, J =3. 1Hz. 1H), 8. 49 (d. J=4. 9Hz, 1 H) 

Mauris cfd-ms, m/z) : 475 (m + ) 
mmm2 2 3 

N- (3. 5-^y h*!/?*—*/) -N' - {4 - C (6, h*-> 
-4-*yj;U) 7x-M ^1/7 (2 5 9) 

6. 7-5M h + ^-4- (4-7;;7xy + i/) +y y> (5 3mg) £ 
M>x> (5ml) fcfttfto&JBU HJx**7S> (1ml) *inifc»x h 
(lOlmg) *Jn^ 4»jlii»Lfc, ®6»fc3. 5-5? 
/ b*f7-<) > (6 2mg) £fjn* N 1 3£M&iS8tL*:o KJ&ttKftlt* 
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;bA/T-trh> (10/1) X*m.ffltZ>i'V1J¥Jl'1J7-l*tv? b??74 -iz 

J: t) mm u ■mmo<t&ti£ 8 5 m g . JR^ 1 0 o %x-mz 0 

1 - ' 

H-NMR (CDClg, 5 0 0MHz) : tf 3. 7 3 (s, 6H), 
4. 00 (s, 3H), 4. 03 (s. 3H). 6. 18 (s, 1 H) , 

6. 4 2 (d, J =5. 5Hz. 1 H) , 6. 6 0 (s, 1 H) , 6. 6 0 (s. 
1H) , 7. 0 9 (d. J =8^ 6 H z, 2H) . 7. 4 0 (s. 1 H) , 

7. 4 5 (d. J =8. 6Hz. 2H) . 7. 5 6 (s. 1H) . 7. 6 8 (s, 
1H) , 7. 8 5 (s„ 1H) , 8. 4 5 (d, J =5. 5Hz, 1 H) 

KMAffim (FD-MS, m/z) :4 7 5 (M + ) 

H!fe0J2 2 4 

N- (2, 3-^7^a7^-.>b) -N' - {4- [ (6. 7-^y h*-> 

7x-^} ^1/7 (2 6 0) 
6, 7-^^K->-4- (4-7;/7 £ ;+y) *y 'J > (50mg) £ 
(5ml) CtaK&JBU h 'Jif^7 ; > (1ml) £Jax.*:& N h 
•J-7*xy> (5 5mg) ^Jnx.s SgfflftMNtBttLfco RlC«tc2. 3-v>7 
;M-u7-»J> (51ml) £Jnx.. 2 0#M2n*MBttL*:« SIl^Ic^KtK^ 

A/7-feh> (1 0/1) T-Jg§§1-^'>U^'7-"^7A^Dvh^5 7^ -fc«k 
t)*§3E!U 6 Omg. iR$7 9%Tiffc 0 

1 H-NMR (DMSO-dg, 50OMHz) :53. 94 (s. 3 H) , 
3. 95 (s, 3H), 6. 4 5 (d. J =4. 9 Hz, 1 H) , 7. 0 2~ 
7. 0 8 (m. 1 H) . 7. 11-7. 19 (m, 1 H) , 7. 2 3 <d, J = 
9. 2 Hz, 2H) . 7. 39 (s, 1 H) , 7. 5 2 (s. 1 H) , 7. 5 9 
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(d, J=9. 2Hz, 2H), 7. 94-7. 99 (m. 1 H) , 8. 47 
(d, J = 4. 9Hz, 1H). 8. 78 (s. 1 H) . 9. 25 (s, 1 H) 
-®fi#flriS (F D - M S, m/z ) : 4 5 1 (M + ) ' *f 

mmm22 5 

N- (3. 5-^MQ7i-i) -N' - {4- [ (6, 7-^/ h*-> 
-4-^y'JJLr) ■yVT (26 1) 

6. 7--^n*y-4- (4-7i;7*y + -» *;'J > (50mg) * 
hXx> (5ml) Kjjl$yga?U h'Ji^;l,T$> (1ml) %mx.tz'&^ V 
(5 5mg) ttiaiL, 3 ftmtia&m&t L fz a Kfomz3, 5-iS7 

)i*u7-vy (6 6mg) ztia*.^ 2o^mmimmifz 0 Kj&m^mm^m 

A/7*h> (10/1) T-Ji^ni/'MW^A^D? h**5 7-r 
!>*i!8?U mm<Ofc&®*4 9mg. W6 4%T?ffco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <53. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 75~ 
6. 8 3 (m. 1H) , 7. 1 6~7. 2 6 (m, 4 H) , 7. 3 9 ( s. 1 H) 
, 7. 5 2 (s, 1H) , 7. 5 9 (d. J =8. 6 Hz, 2H) , 8. 4 7 
(d, J =4. 9 Hz, 1H) , 8. 9 9 (s, 1 H) . 9. 1 2 (s, 1 H) 
Hfi##rtt (FD-MS, m/z) :45 1 (M + ) 
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11^2 2 6 

N- (2, 3, 6-h'J7^tn7x-^) — N" - (4- [ (6 , 7-?* 

: " ' ~~ ~^m- 

h*>-4-*7 'J;t/) ^ji-M (2 6 2) : V 

6. 7-?> h + (4-7;;7x; + -» >J > (5 Omg) £ 

(5ml) icJn&jgflPU hU^^^T^ > (1ml) *mx.tz'&^ h 
U7*X^> (5 5mg) £jf|0;i % 3ftmtmffi.Ltz 0 Kfcmiz2, 3, 6 - 
h 'J 7Wd7- 'J > (53ml) 2 0 #F a m*fc£M I 

o^;UA/7-feh> (10/1) T'®§|f -SxU^y^^^A^Dv h^77-f 
-{-J;t)^iS!L N iS©{b^3 0mg, ^3 8%r^fc 0 

X H-NMR (DMSO-dg. 500 MHz) : 53. 93 (s, 3H). 
3. 94 (s, 3H). 6. 44 (d, J=5. 5Hz. 1 H) , 7. 15- 
7. 2 5 (m. 3H) , 7. 3 3~7. 4 4 (m, 2 H) . 7. 5 2 (s. 1 H) 
. 7. 59 (d. J=8. 6Hz. 2 H) , 8. 41 (s, 1 H) , 8. 46 

(d, J =4. 9Hz, 1H) . 9. 1 8 (s, 1 H) 

OT##rii (FD-MS, m/z) : 4 6 9 (M + ) 

H8I01J2 2 7 

N- (2, 6-^7^Q7x^) -N / - {4- [ (6, 7-iS/ h*-> 
-4-*yy;b) z/jl-M fruy (2 6 3) 

6. 7-vV h + v—4- (4-7;y7i7*y) +yj > (5 0mg) £ 
(5ml) \z.mimmitz'&^ 2. 6-y7Ma7i^Wv->7^ 
- h (1 0 4ra g) *JD^ N 3 O ftffitotmMbko ilb Lt^fc^ijiRU 
h S C i Mcd^^^ 5 7 m g > iR^ 7 4 %T-f^fc 0 
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H-NMR (DMSO-dg. 500 MHz) :<5 3. 94 (s. 3H), 
3. 9 5 (s, 3H) . 6. 4 4 (d. J =4. 9 Hz. 1 H) . 7. 13- 
7. 25" (m, 4H) , 7. 2 8-7. 38 (m, 1 H) , 7. 3f(s, 1 H) 
, 7. 5 2 (s, 1H) , 7. 5 9 (d. J =9. 2 Hz, 2 H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 
IIMffl(FD-MS, m/z) :45 1 (M + ) 

$mm2 2 8 

N- [2, 5-b'X (h 'J yjl^a/^Jl) y^-Jl} -N / - {4- [(6. 
7-i?/ h^v-4-^7 UJl/) VlsT (2 64) 

6, 7-vM H + (4-7i;7xy + -» * / «J > (5 0mg) £ 

h;l>x> (5ml) fcjJo/lftJgfiPU Ma*JU7 5> (lml) *flD;Lfcfc> h 
•J7*7y> (55mg) £JpiU 3^WJPJIWlSELfc 0 RiS*C2, 5 - k"* 
(h'j7Wo^;l,) 7- U- > ( 7 9 m 1 ) ZMx.. 2 0 £M%ft3$ L fc 0 

SaS£*on*;l/i»/7Hr h> (10/1) TSBBf" 5 > U ? A ? o v 

-fcckOfitSJU mmeXt&to* 3 Omg, 3 2 %T-f§fe 0 
1 H-NMR (DMSO-dg, 5 0 0MHz) :63. 9 4 (s, 3H) , 
3. 9 5 (s, 3H), 6. 4 5 (d, J = 4. 9 H z. 1 H) , 7. 2 4 (d. 
J =9. 2 Hz, 2H) , 7. 4 0 (s. 1 H) , 7. 5 2 (s, 1 H) , 

7. 6 0-7. 6 6 (m. 3H), 7. 9 5 (d, J =7. 9 Hz. 1 H) , 

8. 3 8 (s, 1H). 8. 4 6-8. 5 2 (m. 2H), 9. 7 0 (s, 1 H) 
n&AVrm (FD-MS. m/z) : 551 (M + ) 
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mmm22Q 

N— (2. 4 — Y^i/y -N' - {4- [(6, 

-4-*/UAQ 7x-jH frU7 (2 6 5) 

6. 7-->V h + >-4- (4-7;/7xy + y) +;'J> (5 lmg) £ 
h;bx> (5ml) lcJn«t»#U h'JxW;> (1ml) ^Jnifc'gu h 
U7*xy> (72mg) ^Jnx.. 3»TOKaBttL_fco KlSii:2, 4-v>V 
h*S/7ii>> (60mg) 1 l^HJDSl!l««Lfco SiSjftl=tg»*3R 

A/T-fe h> (1 0/1) T-Mga-t-£->'Jrty^*7vA?o-7 -tdi 
*>»«U M©{t&$l£4 4mg N iR^5 3%T"^fc 0 

1 H-NMR (CDC 1 3 , 5 00MHz) :S3. 74 (s. 3 H) , 
3. 80 (s, 3H), 4. 03 (s. 3H), 4. 05 (s. 3 H) . 

6. 44-6. 51 (m, 3H), 7. 06 (s. 1 H) , 7. 12 (d. J = 
9. 2Hz, 2H) , 7. 4 3 (s. 1 H) , 7. 4 9-7. 51 (m. 3 H) , 

7. 57 (s, 1H), 7. 86 (d, J=8. 6Hz, 1 H) , 8. 48 (d, 
J =5. 5Hz, 1H) 

W&ftmm (FD-MS. m/z) : 4 7 5 (M + ) 

mm2 3 0 

N- (2-^DD7x-;b) -N' - {4- [ (6, 7-?y h*->-4-* 
./ IW 7x-iH »7U7 (2 6 6) 

6. 7-v* h*>-4- (4-7i;7x; + ^) +y 'J > (5 2mg) £ 
r*i> (5m 1) ^ftj^jSLfc^ 2-^dd7x^V>7>- h 
(0. 0 5ml) £fcj* % 3 Oftffltiam&ffilfco U^mm-f a a*)ij*/ T 
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-tr h> (1 0/1) T"Sgg-r5->'J*W*5A^DV F^57-f - K «fc £ fS&J 
U ^S®{t&$l£ 6 4 m g > TO 8 1 %T~ntz 0 

1 H-NMR (CDC 1 3 . 5 0 OMH z) : 6 4. 0 1 (s. 3^) . 
4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) . 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H). 7. 14 (d, J=8. 6Hz. 2 H) , 
7. 26 (dd. J=7. 3. 7. 9Hz. 1 H) . 7. 31 (d, J=7. 9 
Hz, 1H). 7. 4 3 (s. 1H), 7. 5 2 (d, J ^9. 2 Hz, 2H), 
7. 57 (s, 1H), 7. 57 (s, 1 H) . 8. 24 (d, J=7. 9Hz, 
1H) , 8. 37 (s, 1H) , 8. 50 (d. J=5. 5Hz, 1 H) 
nmftmm (ED-MS, m/z) :4 4 9 (M + ), 45 1 (M + +2) 

HJfe^J2 3 1 

N- (3-^oo7x-;U) -N' - {4- [ (6, 7-vV h*->-4-4- 

7!-^} -)l/7 (2 6 7) 
6, 7-?y h*^-4- (4-7;;7xy + i') *y 'J > (52mg) £ 
(5ml) lzmi&®MLtz'&^ 2-^PD7x-;KVi/7^- h 
( 0 . 0 5 ra 1 ) *Ua^ 3 0 ^jta«ia«t L /Co * a a A/T 

•b h> (1 0/1) TrJg§§-^£'>'J£y*^7A?D-7 h/57^ -{ci^^S! 
U mm®it&toZ 7 2 m g . TO 9 3 %T'^fc 0 

X H-NMR (CDC 1 3 . 5 0 OMHz) .6 3. 9 8 (s. 3 H) , 
4. 0 3 (s, 3H) , 6. 4 1 (d. J =4. 9 Hz. 1 H) . 6. 9 9 (d, 
J=7. 9Hz, 1H), 7. 09 (d, J=8. 5Hz. 2 H) , 7. 16 
(dd, J=7. 9Hz. 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H) , 7. 3 8 (s. 1H) , 7. 4 2-7. 4 4 (m, 3 H) , 7. 5 6 
(s, 1H), 8. 13 (s, 1H), 8. 14 (s, 1 H) . 8. 4*4 (d, 
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J=5. 5Hz, 1H) 
JMfc&WH (FD-MS, m/z) : 4 4 9 (M + ) , 4 51 (M + +2) 

M2 3 2 

N- (2, 3--?-y hfi/7x-A/) — N' - {4- [ (6, 7-S?y h*-> 
-4— »yjjU) t4->] 7x-i) 9b7 (2 6 8) 

6, 7-v>V h*i/-4- (4-7;;7xy+y) +y 'J > (5 2mg) £ 
h;Ux> (5ml) KiD&j§*?U h'Jxf-^7$> (1ml) £Jn*J=^ h 
'J7txy> (74mg) *Jn*. % 3»IHiaa*W8«ELfco SBJttl=2, 3-J» 
h*->7-U> (0. 0 5ml) ttia^ 1 l^iaajIWBttLfco RJ6ttKft« 
b y * A*»tt£Jnx^ S^g?x^;l/-e2(slffi{ii Lfc»*rtWi*l§ffi]d£* 

*W7t K> (10/1) T-Jgg^^^ •> 'J *7 yVU^7 7A?D7K77^- 

t) ttH U 3tJl©{fc&« 8 3 m g, 1 0 0 %TiH/c 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 7 2 (s, 3 H) , 
3. 84 (s, 3H), 4. 02 (s, 3H) , 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d. J=7. 9Hz, 1 H) 
. 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d. J = 

9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (d, J=8. 6Hz, 
2H), 7. 58 (s. 1H), 7. 85 (d. J = 8. 6Hz, 1 H) . 

7. 88 (s, 1H). 8. 27 (s. 1 H) . 8. 50 (d, J=5. 5Hz, 
1H) 

m#ffim (FD-MS. m/z) :47 5 (M + ) 
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N- (4-bKDtS/7x^) -N' - {4- [(6. 7— >V 
-*J W **is~\ 7x-;l/) frUT (2 6 9) "T 

N- (4-^>i?W->7x^) — N' - {4- [ (6. 7-5^ h + -> 
-4-*y»J;U) -)l/7 (228mg) £N, N-i>>^;u 

*^7i K/St^x^U (1 5m 1/2 0ml) iw*gj|?U h'Jx^U7$> 

(4mi) 2 0%#mc/*=7 i J<>u (i. i8g) £jn;u Tkm*' 

fc> TBm-?uu*A,i*/T*Vy (10/1) TjggJl^£vy#>7^#5A? 
pv h^7^ -fciiUffitliU *S©'ffc£tt£l 88mg, iK*100%T-f§ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 8 (s. 3 H) . 
3. 9 9 (s, 3H> . 6. 6 0 (d. J = 5. 5 Hz, 1 H) , 6. 6 8 (d. 
J=8. 6 Hz, 2H), 7. 21 (d. J=8. 5Hz, 2 H) , 7. 22 
(d. J = 8. 5Hz, 2H), 7. 4 7 (s, 1 H) . 7. 6 0 (d, J = 
9. 2Hz, 2H) , 7. 6 1 (s. 1 H) . 8. 5 8 (s. 1 H) , 8. 5 9 
(s, 1H) , 8. 9 8 (s, 1H), 9. 0 3 (s, 1 H) 
(FD-MS, m/z) :431 (M + +l) 

IWJ2 3 4 

N- (4-7t^->7x-;i.) -N / - (4- [ (6, 7-?/ h*>-4 
-*yU;U) 7x-;H »7i/7 (2 7 0) 

N- (4-b Kn4->7*-;l/) -N' - {4- [(6. 7-v^h*>-4 
W 7x_;H (4 7mg) £i£>ft > * U > (6ml) 

Kfc*¥U MJxf-;U7 5> (2ml) fcTkftlfc (0. 5ml) £ 
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^iLfco &BET&iS£§i£U SM^n D ,t,W7-bh> QoVl) T- 

3 5mg. JK^6 8%T-mk 0 

1 H-NMR (CDC 1 3> 5 00MHz) :52. 31 (s. 3 H) . 
4. 01 (s, 3H), 4. 04 (s, 3H), 6. 43 (d. J=5. 5Hz, 
1H). 7. 0 1, (d. J =8. 6Hz, 2H) . 7. 1.1. (d. J =9. 2H 
z, 2H), 7. 26 (brs. 1 H) , 7. 32 (d. J=9. 2Hz, 2H) 
. 7. 40 (s, 1H), 7. 45 (d. J=9. 2-Hz. 1 H) , 7. 56 
(s. 1H), 7. 56 (brs, 1H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

Sfg£#fii (FD-MS. m/z) :4 7 3 (M + ) 
f^Sfe^J 2 3 5 

N — (3, 4, 5- h'jy Y**/7 -N' - {4- C (6, 7->J/ 

r-*->-4-*y 'JJU) 7x^;b) »U7 (2 7 1) 

6. 7 - r-*2/-4- (4-7U7x;*i') +7 'J > (5 2mg) * 
Y)lx.y (5ml) i:M&$L h'Jxf-Jl/7i> (1ml) £tiaz.iz'&, h 
■J:7*x>r> (6 6mg) £#11*.. 2 ^PalM?^ L £ 0 ££fcK3, 4. 5- 
b*i/T-')> (7 6mg) £iinx.. 1 9$OTn8^fltL*:o Kfcmz&m 

A/7-fe f > (1 0/1) -eSH^«-*> U n v h ^5 7 ^ - 
K^tmSSU &m<D<t&®$:7 6mg, JR^8 7%-e^o 
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H-NMR (CDC 1 g, 5 0 0MHz) : 6 3. 81 (s, 6H) , 
3. 83 (s, 3H), 4. 02 (s. 3H), 4. 05 (s. 3 H) . 

6. 4 4 (d. J = 4. 9Hz/lH), 6. 6 9 (s, 2H),f 12 (d, 
J=9. 2Hz. 2H). 7. 41 (s, 1 H) . 7. 41 (b r s, 1 H) , 

7. 48 (d, J = 8. 6Hz. 2 H) , 7. 57 (s. 1 H) , 7. 58 (s, 
1H) . 8. 4 7 (d, J =4. 9Hz, 1 H) 

KMfitirfM. (FD-MS, m/z) :5 0 5 (M + ) 

^Sfe^J 2 3 6 r 

N- (2, 4-^7^P7^z;b) — N' - {4- [ (6, 7-yM b*is 
-A-*J UAQ :fr*^] 7i-A/) l/y (2 7 2) 

6. 7-v^y h + v/-4- (4-7^7 i ;*>»+/'J>(100mg) 
£h^x> (10ml) IcJd^^L^s 2, 4-y7ito7i-Mvi/ 
T*- h (12 0ml) &Jjn;U 3 Q&m3m%LUz 0 tfftbLT^y-cfe^gE 
JKU K^>-ez5fc^tSCi{c<k*)SM©{b^«l 2 8mg. JR$8 4%tr 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H). 
3. 95 (s. 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 0 3~ 
7. 10 (m, 1H), 7. 22 (d. J=9. 2Hz, 2H), 7. 2 8~ 
7. 3 5 (m, 1H) . 7. 3 9 (s. 1 H) , 7. 5 2 (s. 1 H) , 

7. 59 (d, J =9. 2Hz, 2 H) , 8. 0 5-8. 12 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1H), 8. 52 (s, 1 H) , 9. 15 (s, 
1H) 

MfttJfli (FD-MS, m/z) :451 (M + ) 



WO 97/1 7329 



19 8 



PCT/JP96/03229 



N- (2, 5-^7Mo7x-A) -N' - {4- [(6. h*-> 
-4-*7'J;tQ 7x-;[/> frU7 (2 7 3) f 

6. 7-5?/ h*->-4- (4-7;;7x7 + y) +y 'j> (10 Omg) 
£h;Uoi> (10ml) Ktiatmm t fcgU 2, 5-^7Wn7xi^y-> 
7 * - h (120ml) ^JD^.. 3 0 £Rffln&x5ffi Lfc 0 #r£±5 LT§ 
KU h^x>-p^-f 5Ctlw«fc»)gS©{b^«!»* 1 3 2mg x iR^8 7%T' 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 63. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1 H) , 6. 8 0- 

6. 87 (m. 1H). 7. 23 (d, J = 9. 2Hz, 2 H) , 7. 2 7- 

7. 3 3 (m, 1 H) . 7. 4 0 (s, 1 H) . 7. 5 2 (s, 1 H) , 

7. 5 9 (d, J =8. 6 Hz, 2 H) . 8. 0 3-8. 0 8 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

M##fll (FD-MS. m/z) :45 1 (M + ) 

N— (4-7;;-2-^na7x-)l/) -N' - {4- [ (6, l-Vt b 
* : s-\-*J »J;U) frU7 (2 7 4) 

N- (4-?no-3-^hD7x-^) -N' - {4 - C (6. 7-i?J h 

-7L/7 (15 Omg) l^noWA 
/p<^y-;l//7K (10ml/13ml/3ml) lc8*¥U ^*5HB- h U 
A (50 1mg) ZMz., 6 0t:tCT5 0^PaitJ$t^o ^nD^^A^2lHltt 
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fc&£S£U &m£9 an*JlA/7-k b > (10/1) "VWiffl~tZ> : s D iif 
Jl>ij7A?a-?byy7j-lz£0fimu mm<D<t&®}Z4 8mg x 1R$3 4 

^H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s. 3 H) , 
3. 94 (s, 3H), 5. 14 (b r s, 2H), 6. 43 (d. J=4. 9 
Hz. 1H), 6. 51 (m, 1 H) , 6. 65 (d. J=2. 5Hz. 1 H) , 
7. 1 7 (d, J =9. 2 Hz. 2H) . 7. 3 8 (s, 1 H) , 7. 4 8 (d. 
J = 8. 6Hz. 1H). 7. 51 (s. 1 H) . 7. 56 (d, J=8. 5H 
z. 2H) . 7. 8 3 (s. 1H) . 8. 4 5 (d. J = 5. 5 Hz. 1 H) , 
9. 10 (s, 1H) 

(FD-MS, m/z) : 4 64 (M + ) . 46 6 (M + + 2) 

H«£^J2 3 9 

N- {4- [(6. H^>-4-*y U;U) 7x-;l/) - 

N' - C2-xh^->^;^-K-;U7x->>l/3 »l/7 (2 7 5) 

6. b + ^-4- (4-7i;7*; + -» +y U> (1 OOmg) 

^h;Ui> (10ml) izisammmU hO^f-JlTiy (1ml) £fln;l*:& N 
h'J7:rxY> (lOOmg) £fln;U 2»BHna!flBftLfco 
2-7 5>"<>!/i-h (8 4mg) Ztia^ 2«iS^Lt 0 

o*;Ui*/7"feh> (10/1) -eJgg§^5v"J*y^^^A^nvh^^7>f 

1 H-NMR (DMSO-dg. 90MHz) : 5 1. 37 (t. J=7Hz. 
3H). 3. 94 (s, 3H). 3. 94 (s. 3H). 4. 38 (q. J=7 
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Hz, 2H), 6. 47 (d. J=5Hz. 1 H) , 7. 1-8. 1 (m, 9H) 
, 8. 38 (d, J=9Hz, 1H), 8. 47 (d, J=5Hz, j^H), 
9. 9 2 (s, 1 H) , 1 0. 1 0 (s, 1H) ' 
KS^tffii (FD-MS, m/z) :4 8 7 (M + ) 

HM0J2 4O 

N- (2-/1-JH-*7*-)l) -N' - {4- C (6, 
-4 J U )l) »>]■ 7x- Jl) * V T (2 76) * 

6. h + i/-4- (4-7;y7x; + -» * J U > (131mg) 

£b>lx-> (13ml) {Zfiammmi^ hiji^7;> (2. 6ml) £Jn;l 
MJ7*XY> (15 2mg) ^j5D^., 2#fiaM&iSafeL*:o Kfi>&fc2 
-t*)\,1-*T-*) y (0. 11ml) 1 0^Sn»a«ELfco SJ&tt 

K&BSTk^ h 'J ^mm^UQ^ ? n n ^;l,A-e 2 HJffctfa U;&WI£JI£i& 

^nn^VTthy (4/1) TggS^£ >ll*7<!f;U*75A*nv ^5 

X H-NMR (DMSO-dg, 500MHz) :<52. 50 (s, 3 H) , 
4. 00 (s, 3H), 4. 00 (s, 3 H) , 6. 51 (d, J=5. 5Hz, 
1H) , 7. 0 8-7. 1 5 (m, 1 H) . 7. 2 5-7. 3 5 (m, 3 H) , 
7. 45 (s, 1H), 7. 48 (d, J=7. 9Hz. 1 H) , 7. 58 (s, 
1H) , 7. 67 (d. J=8. 5Hz. 2H) , 7. 9 9 (d, J=7. 9H 
z. 1H), 8. 24.(s, 1H), 8. 5 3 (d. J=5. 5Hz, 1H), 
9. 6 1 (s, 1H) 

ItM (FD-MS, m/z) : 46 1 (M + ) 
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N- [3, 5-tfx (h'J7Mpyf;b) 7x-;U] -N' - {4- [ (6. 
7 -^/ K^'>-4 -^yjJl/> t^^]- 7i-;l>} -7 1/ 7 (2 7*») 

6, h + ^-4- (4-7i;7x; + -» U> (5 0mg) £ 

(5ml) fO!jD$tigJJ?U h'JxW;> (1ml) £fln;t*:&, h 
•J-7 + X^> (5 5mg) <£rjfJD^ 3 ftfaltiQt&j&ffii L /c 0 £Jft&K3, 5 - t*7; 
(M-yykt-cMf-JlO 7^'J> (ll-6mg) £j&0*., 2 O^SD^agltL^o 

EMS:? b > (10/1) ~ZIfBLffl~$~ <E> S U t) tfJVti 7AJD7 

h^7 7^-jc«fcf9^L. ^jS©te£$te5 4mg. iR^5 8%^fc 0 

1 H-NMR (DMSO-dg, 50 0MHz) : <5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (d, J=9. 2H 
z. 2H). 7. 62 (d, J=9. 2Hz. 2 H) . 7. 64 (s, 1 H) . 

8. 15 (s, J=5. 5Hz, 2H). 9. 13 (s, 1 H) . 

9. 4 3 (s, 1H) 

m&tiVrm (FD-MS, m/z) :551 (M + ) 

1^012 4 2 

N- (3-^aa7 , ob , ;l>) — N' - {4- [ (6. 7-^y h**>-4-* 
yj^U) 7x-;H frU7 (2 7 8) 

6. 7-SV h*^-4- (4-7 5 y + » *y «J > (5 Omg) £ 
h > (5ml) \zim&m U h 'J x^;P7 $ > (1ml) ZMfLK&s V 
V7*X>f> (5 5mg) «tUd^ 3#P$)0*&igafeLrt:o Kftftl;: 3 - * n □ 7° 
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nt°Jl7->)> (6 6mg) tin*., 2 0 aBMDJIMBfc L fco RJSttfcflffltek* 

* h y ^i^;UT-2isifflaiL^W^^ia?o^7k-e^ 

U/7MYy (1 0/1) TfRBBtSv/y^^^^A^Dv h ^57^ -let 
tWMU aH©<fc^«J«-2 6ins % «$3 7XT»fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 1. 8 7~1. 9 4 ( m , 
2H), 3. 2 0-3. 2 7 (m, 2H), 3. 69 (t. J=6. 1Hz. 2 
H) . 3. 9 3 (s, 3H) , 3. 9 4 (s. 3H) . 6. 2 9 (t. v J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz, 1 H) . 7. 14 (d. 
J =9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) . 7. 5 0-7. 5 5 (m, 3 
H) , 8. 46 (d, J=4. 9Hz. 1 H) , 8. 61 (s, 1 H) 

M#*fll (FD-MS. m/z) :415 (M + ) 

^SfeW2 4 3 

N- {5- [2- (4-7;M-a) -y^J^-vl -N' - {4 - 

[(6, 7-^h^>-4-^;U^)^'>] 7z-i) fruy (2 7 9) 
6. 7-v>V h + >>-4- (4-7$ *yj > (5 3mg) £ 

(5ml) fcfln&SflU h'Jx^7i> (1ml) fctatfeSU h 
(5 8mg) 4ai3taJRiB«ELfco M:5-7;/- 

2- (4-7^*n) 7i; + yf'J^ (95mg) 1 9£Rfflnftfi 

»£U &26*?nn*;bA/7Hzh> (1.0/1 > ■eRiatSi/y*^*^ 
A^D7h^7-f-i:«tWU &S©tt&#|£7 4mg v W% 9967ft 
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1 H-NMR (DMSO- dg, 5 0 0MHz) : 6 3. 94 (s, 3 H)~ 
3. ..,9 5.(8, 3H). 6. 4 4 (d. J = 5. 5 Hz, 1 H) , 7. 0 1 (d, 
J =8. 5Hz, 1 H) , 7. 12-7. 24 (m, 6 H) , 7. #8 (s. 1 
H) , 7. 5 1 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz, 2 H) , 
8. 01 (d, J=8. 6Hz, 1H). 8. 19 (d, J=2. 4Hz, 1 H) 
. 8. 4 6 (d, J =4. 9 Hz. 1 H) , 8. 7 7 (s, 1 H) , 8. 8 9 
( s . 1 H) 

KSftffifif (FD-MS, m/z) :52 6 (M + ) 
f£fefll2 4 4 

N- {4- [(6. 7-^ht->-4-^yj^)^^ 7xzM - 
N' - (3-^WW7x^) »l/7 (280) 

6, h+i/-4 - (4-7;;7x;*J/) *;y>(52mg) 4 

h>»l/x> (5ml) KftflftfcWU MJ^f-;U7S> (1ml) ^ftiilfc^ h 
U7*xy> (5 5mg) fcflD*.. 3»IHIftl«MB«ELfco ®CiWtlc3--yy 
7 ^7-U> (6 9m g) £2jd;U 1 2 Lfc 0 ElfcftfcftR** 

A/7«b>> (10/1) 7gHt 5 •> U 7 D7 h ^7 7 -f -c J: 

*3 9RK U $H®<b&tt£ 7 2 m g „ <R$ 8 9 K-?»fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 2. 9 2 (s, 6H) , 
4. 01 (s, 3H), 4. 03 (s, 3 H) , 6. 41 (d. J=4. 9Hz. 
1H). 6. 4 8 (d, J=8. 6Hz, 1 H) , 6. 5 6 (d, J = 9. 2H 
z. 1H), 6. 88 (s, 1H), 7. 08 (d, J=9. 2Hz, 2 H) , 
7. 14 (dd, J=7. 9. 8. 5Hz, 1 H) , 7. 35 (s, 1 H) . 
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7. 41 (s, 1H). 7. 45 (d. J=9. 2Hz, 2H). 7. '55 (s, 
1H), 7. 6 7 (s, 1H), 8. 4 5 (d, J =4. 9 Hz. 1 H) 

M##rfl (FD-MS, m/z) :45 8 (M + ) 

N- (2-fc KD^y7x-;l/) — N' - {4 - [ (6. b*>>-4 
-*J*))\s) *^vQ -73.-M *}V7 (2 8 1) 
6, 7 - ; J* h+v-4- (4-7;;7xy + v) +7 'J > (1JJ 5 mg ) 

ciomi) hox-r^ny (2mi) ^jn^^m. 

HJ7*x>!r> (1 18mg) 2 £HftUNOtt L fc 0 K£&{c2-7$ 

Tf^^ U ^Jg©4b£$j£ 8 6 m g N JK$ 5 6 %T*i§A:o 

1 H-NMR (DMSO-dg, 500MHz) :53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1 H) , 6. 7 3- 
6. 88 (m, 3H), 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 
1H) , 7. 5 2 (s, 1H) , 7. 5 9 (d, J =8. 6Hz, 2H), 

8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s, 1 H) , 8. 4 7 (d. J = 
5. 5Hz, 1H), 9. 46 (s, 1 H) , 9. 95 (s. 1 H) 

SMi(FD-MS. m/z) :43 1 (M + ) 
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H«fefi»J2 4 6 

N- (3-bH'D4->7x-;l/) -N' - {4- [(6, 7-^h^->-4 

*))V) »U7 (2 8 2) 

6, 7-->V h + >-4- (4-7;;7x; + -» g> (ii 5mg) 
£bJl,sL> (12ml) izmmmmu b')^JVTi> (2ml) 

b*)7**Y> (i 1 3m g ) 2^mmfmmitz 0 Kfcmzz-Ti 

«i©^^9 5mg, JR^6 0 
X H-NMR (DMSO-dg, 5 00MHz) :63. 94 (s. 3 H) , 

3. 95 (s, 3H), 6. 35-6. 42 (m. 1 H) , 6. 44 (d, J = 

4. 9Hz, 1H), 6. 77-6. 85 (m, 1 H) . 6. 98-7. 08 
On. 2H), 7. 20 (d, J=8. 6Hz, 2H), 7. 39 (s, 1 H) . 

7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2H) , 8. 47 (d, 
J =4. 9 Hz, 1H) , 8. 57 (s, 1 H) , 8. 7 3 (s, 1 H) , 
9. 3 1 (s, 1H) 
HStftfrfiS (FD-MS, m/z) : 4 3 1 (M + ) 

HJ60J2 4 7 

N- (3-fcKn^y/^M--;l,7x-^) -N' - {4- [(6, 
h*is-4-*J 'J_;U) -7U7 (2 8 3) 

$mmi 9 7T-^fcN- (3-xF + i/*M*-;l/7x_ji,) -n' - {4- 
C (6. 7-^F + v/-4- + yj^) t*->] «7U 7 (19 0 

mg) (3ml) K&jfcU 3 5%*BIMt* U * A*&fc (5 m 1 ) 
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3 8%tifc 0 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 6 3. 9 4 (s, 3 H) . 
3. 9 5 (s, 3H), 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 2 0 (d, 
J=8. 6Hz, 2H). 7. 38~7. 65 (m. 7H), 8. 13 (s, 
1H) . 8. 4 6 (d, J = 4. 9Hz. 1 H) , 8. 8 8 (s. 1 H) , 
8. 9 7 (s, 1H) _ 

Kfi^Wffi (FD-MS, m/z) :459 (M + ) 



J 
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fistar-Kyoto&5 v V (B^t-^X'J^-ft^A^) J:&ffl*&ttajU 
^(Nephron, 22. 454 (1978)) KJ:oT^««:*»IRLfc« 
10%«>^ffjfil» (JiiT> FCS iB§t) ££trRPMI 1640 Jglfe (iilTx i^JfiiBg 

2 PDGFggft g B U >MMfcfflgft?ffl<PffHB 
>^>4 J '^A^Jja^2 4^IS^U- rfcMU 10%FCS *^t?JgfJft|cT2 

*l»4U &#Uc*fflii$£500 ^1 ©JgHs-eftfrau 0. 1%^ i/mur a-f 1 

> <ETr\ B S AiBg-T) ££frJgiffi£2 5 0 n 1 j^SnLfco 5>y 
'> K (OTv DM S O iBSt) Z ©JgHfetc 1 . 3 8 v 1 

»lT*g£&> 3 7 < CT-l^^>* 3 .K-hL^ 0 t hlfi*tt;USilh/ME& 
^igJiB? BBg£ (OT> PDGF-BB iBSlf) £0. 1% BSA£#fr£it6tC7§ji?$tf N 
£*i*f*«e*<5 Ong/ml xWc 2 5 M f'oSsJoU 37^ 

T'i o^-r h Lfco *git&£i&*u 5 o o u i © >j >mmm&m-k 
(pH7. 4) cot. pbs T?»iia**j*a x tonic^bRfftt 

(IX Triton X100 „ 2mll *)l b^i- { J)imf- V U ^A^ lmM jcf-u>j 7 ; >4 
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#82 + h y OA (OT. EDTAiBS-T) h U z«r£i^f( (p h 7. 
4 H) ) 5 0 * 1 *SJn L fc„ 4 lC^30^IHI£Lh»lf * C £ T«£ offlWk U 

• ■ . .... . .. <4fet 

1^5^ »;;HHR^- 1> y »>a (kit, sds imst) s-^fch y 
K«-pvDF7-f ^^-ir«mW(cfe^t, c©7^ 4/* -ico wry ym/Vc+ui, 

PDGF-BB ©^TJniC^DgB'J >»Yb*SltfcPDCFgSft: : #y 8 OKDa ) 

©'<> K£ x > > M -*-(;: T5£S U Jd L T W/i l ^ * ^ t It 5 

PDGF-BB ^/JlH;:J;v5PDGFg;!g#©gBy >8tfbS£ 1 0 0%. Ig#ffc «fc tfPDGF-B 
B ^JflLTW^V^i^Kcfc^SgSy >8Kbfi£0%£LT. &*x;UDg 
B»J Vgtfb^&gLfco 

>$*bKtt*£PlW£*a6. cn^£0^it$l;££&5£LT. ^I5I^©PDGF 

a b y >m<t 5 0 »ri$«s c i e 50 ) * l ^ 0 

*£W©{fc£ft©PDGFggf*@By >itfb5 0%I1^® (I C cn ) it I 0 0 

ou 

*£Hfl©$j * U^b£$Jf*©ttg0>Jfc§g LT. ^ -9" A«{c:fctfSPDGF 
S£S#eay>iMb5 0«IHMK (I C, ft ) ©£££!& 2 Sic atax^t,, 
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% 2 



p dg Fg:g#ga >j >m<m 

it&®&^ ifSS ( I CgQ : p. M) 



(2) 


0. 4 4 


(6) 


0. 4 5 


(8) 


0. 1 0 


(16) 


0. 0 5 


(29) 


0. 80 


(3 2) 


0. 3 0 


(4 3) 


0. 0 05 


(44) 


0. 006 


(45) 


0. 0 1 4 


(46) 


0. 02 1 


(4 7) 


0. 043 


(49) 


0. 0 1 8 


(50) 


0. 0 6 7 


(51) 


0. 009 


(52) 


0. 03 


(53) 


0. 0 1 0 


(54) 


0. 003 


(55) 


0. 003 


(56) 


0. 004 


(5 7) 


0. 006 


(58) 


0. 002 


(59) 


0. 004 


(6 0) 


0. 004 


(63) 


0. 4 0 


(6 6) 


0. 13 


(6 7) 


0.11 


(6 8) 


0. 4 4 
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(6 9) 


0. 05 


(74) 


0. 34 


(75) 


0. 1 8 


(79) 


0. 3 4 


(9 4) 


0. 023 


(113) 


0. 0 04 


(1 1 4) 


0. 0 04 


(13 1) 


0. 003 


(133) 


0. 007 


(13 5) 


0. 04 3 


(138) 


0. 0 1 4 


(13 9) 


0. 005 


(163) 


0.005 


(165) 


0. 0 1 0 


(166) 


0.011 


(167) 


0. 004 


(1 6 8) 


0. 006 


(169) 


0. 0 04 


(170) 


0. 0 18 


(172) 


0. 0 10 


(173) 


0. 0 16 


(174) 


0.002 


(175) 


0. 0 0 6 


(188) 


0. 006 


(189) 


0. 0 1 1 


(190) 


0. 0 2 1 


(192) 


0. 004 


(194) 


0. 0 14 


(195) 


0. 07 9 


(19 6) 


0. 03 1 


(197) 


0. 0 10 


(19 8) 


0. Oil 
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(199) 
(2 0 0) 

(2 20) 
(2 24) 
(225) 
(2 26) 
(227) 
(228) 
(2 2 9) 
(230) 
(2 3 1) 
(2 32) 
(2 3 3) 
(234) 
(235) 
(236) 
(2 3 7) 
(2 3 8) 
(2 3 9) 
(2 4 0) 
(24 1) 
(242) 
(243) 
(244) 
(245) 
(246) 
(2 4 7) 
(2 4 8) 
(2 4 9) 
(250) 
(25 1) 
(253) 



2 11 



0. 


0 0 3 


0. 


0 0 4 


0. 


0 0 9 


0. 


08 7 


0. 


0 4 7 


0. 


0 1 1 


0. 


0 7 3 


0. 


0 5 5 


0. 


D 3 7 


0. 


0 3 4 


0. 


0 1 9 


0. 


0 1 8 


0. 


0 13 


0. 


02 4 


0. 


0 4 3 


0. 


0 5 5 


0. 


0 7 5 


0. 


0 16 


0. 


0 0 5 


0. 


1 5 


0. 


0 1 8 


0. 


0 1 8 


0. 


0 1 4 


0. 


0 0 9 


0. 


0 06 


0. 


0 13 


0. 


0 09 


0. 


06 3 


0. 


04 1 


0. 


0 17 


0. 


0 3 6 


0. 


0 0 7 
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2 1 2 



(2 5 4) 


0. 


0 0 7 


(2 5 5) 


0. 


0 15 


(2 5 6) 


0. 


0 04 


(25 7) 


0. 


007 


(2 5 8) 


0. 


0 0 7 


(2 5 9) 


0. 


0 05 


(26 0) 


0. 


0 02 


(261) 


0. 


0 1 0 


(262) 


0. 


0 0 2 


(2 6 3) 


0. 


0 04 


(26 5) 


0. 


0 0 5 


(26 6) 


0. 


0 0 1 


(26 7) 


0. 


1 5 


(2 6 8) 


0. 


0 0 7 


(26 9) 


0. 


0 08 


(2 7 0) 


0. 


0 0 6 


(27 1) 


0. 


0 0 4 


(272) 


0. 


0 0 3 


(27 3) 


0. 


0 0 5 


(274) 


0. 


0 3 6 


(276) 


0. 


005 


(278) 


0. 


0 0 3 


(279) 


0. 


02 9 


(28 1) 


0. 


0 12 


(282) 


0. 


008 


(28 3) 


0. 


002 


(288) 


0. 


024 


(289) 


0. 


032 


(29 0) 


0. 


055 
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tmm2 " 

.lSI6-E©tttt f istar^Kyoto 7-/ h • ( 7-iM&> (H*f-+-/m* , ;^'-i±^ 
6A¥) ) SrfflWco Mhy 1. 1 CSittUy ? o-^A-ftttT"** 

OX- 7 (Pathol. Int., 45. 409(1995)*ffl^T^S!|L^) £l. 2mg/kg©Eg 
f7 7h K&IMRft^ U / V J*mte$m tWl&ft-* h 'J y ? 

ox-7»#aH«fc»)iB2.^ 8HiaaiaBgps#Lfco *3*<*«ag 

*»J*SfeLfco £^:£Ko^TffSUc2Ofi0#*Sfl:£jSCJ\ SfBPSa^ETF© 

1 : ic 2 5 %vxT<om\3mzmv> z 

2 : k 2 5 ~ 5 0 %<t>mwm.%mv> z 

3 : imftftlz 5 0-7 5 %©Sfl$Ig£lga6 S 

4 : *J*#f*3 7 5 ~ 1 0 0 %©®ft*B^£l3& s 

= 7£ifcftU WRimitOWWL (H) *n&Ltz 0 .. MgfcfcttBartlettft 
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2 14. 



1 Omg/kg 11.7 P< 0. 6 5 

3 Omg/kg 1 0. 2 P< 0. 0 5 

1 0 Omg/kg 1 3. 7 P< 0. 0 1 

£Lh©^m*>bx K&Vm^ 3 2 <D4t&mt* AJtg&ff 



1 A\&mm*sA 3<Dit&®<D^V7.&mmM& (P 3 8 8) Mftt-SfiJftB 

v->x6jflUSlBiaP3 8 8» (ATCC^bAf) £l x 1 0 6 i@KKrtJ- 
SiUCDFjVn (H#SLCtfc*&A^) ©ttKrtlw9H«»Bx 

1 3 0K®K4^JIW<R&e»*ifco- 

2 {b^##4 3<Dft:&%[g>fc h^'l^-vlfflfla (GLO 7) 
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mm#m*Tx£L mmmmmm ctgir) = u-tx/cx) x 

1 0 0^Afz o ti4fln©ttf*ffiffltfi-? N fi^TG I Ril±7 6%T^t) N 
3 *ffeB,a©rt£%/© thy*) *- v« (G L 0 7 ) tr^&I^MBKajB 

teBvmmwmz 1 <t tfci *©*hrisi©xb sommftmzcu 

4S*©MS5#8teTx<>:U HflWimiHsts (TG I R) = (1-Tx/Cx) 
x 1 0 0**»fc o Ctl&©e**»38^jSto 



WO 97/17329 



2 16 



PCT/JP96/03229 





mmmmmm 

(TG I R%) 


(44) 


7 8 


(45) 


68 


(52) 


86 


(56) 


52 


(57) 


64 


(58) 


57 


(5 9) 


82 


(165) 


7 0 


(168) 


56 


(173) 


54 


(190) 


50 


(191) 


5 0 


(19 4) 


5 9 


(22 5) 


58 


(227) 


78 


(229) 


81 


(23 5) 


7 8 


(2 3 6) 


84 


(237) 


7 4 


(2 4 2) 


62 


(2 4 4) 


7 3 


(254) 


8 5 
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(2 5 5) 
(2 6 0) 
(262) 
(2 64) 
(2 6 7) 
(2 72) 



A^) KvSxic^JgU MttflWi 0 0mm 3 ffltKttofce^S 
OM«*«O s l z J^* < ^-Ctt*J:'5Kie4E'foic»^*Lx 1 0 Omg/kg 
£ 'tt « £ 3 IwftMft^tt*^ OT^fc ti&#£ 9 H WIS B > - B -HttErt tft# 
Lito cn&<OttRimi)NM$ (TGIR) ©*§jj|£m4 «{d^ 0 

3&43I 

ifflgaa ®m (tg i r%) 

(4 3) (5 8) 
COL— 1 colon 68 74 

St— 4 stomach 78 86 

L-2 7 lung 8 3 9 6 



8 6 
52 
8 7 
6 3 
6 5 
84 
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asm 

— H9~l 0E©i§ttDBA/l JNCrj-^* (9il&) (B*?-*-)lX 

(K-4 1, 3-5— ^>S^9F^^) n 1 5 mg© Mycobacterium tuberculosis 
H 3 7 R a (Difco Labs.^t>A^) n 2. 5ml©£li:£ig&fc <fc 7 . 5 ml© 
^7n-OF'7v l a^'>K (Difco Labs. ri^A^O ^bX-7;Ui; 3 

»u v>>x©eR«K3iiia©mmii?2i5i, ie^do. lniagFifcs.Lisa 

*»©«t»JC»»S^ 201(0X7^^3 >»^JfflBfr&l 6aMitBKKi^ 

a% l tz 0 m$5&&<otm ttiz-?>yx4 m>w&& a tarn i 
mm 7/io 70 

1 Omg/kg 1/9 11 

lOOmg/kg 0/10 0 
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m # © fa 



<fc * ft & OS^ttKfflFSlf % *.£ : 




(I) 



R j £R 2 li— *tJrft-?TC j - C ^(DTJl^r V y&Wtfcfi fccDT* W{2 

CH*fcliN-e**K 

1. W*><CH<DJf£x 

(a) XI±0£*:liST*D, Qli. 

5* (ID : 




C 1 ~ C 5 7 ;U> C 1 ~ C 4 7 JV 11 * ^ * fc li C 2 ~ C 4 7 !yJ] ^'*>^ 
^ $ tl -5 7 x — ;UgT© £ *X 
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*iEBJ3©ft&&^-^^ pdgf^ 

i5 0 
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2 2 1 




C 1 -C 4 T^3 + ->t*»j n Y. ZB|5l^C*fctt<aSiJ{cN*fcJiCHT*5-J- 
£ (IV) : ^ 




[zfrk m^cfcO'Rg' li±E£H*«T?**K R 4 liH. C x - C g 7;U4- 

(b) X(iO. S*fcliCH 2 T*0^ Q(i N 
£ (V) : 




5 1 
C 4 7;U+;UT-*«9. AiiC^-CgT^+Jk C t - C g 7 JHr.=.;K Sift 

CC 3 -C 10 ) 7;M^k C j -C 4 7;l/3 + i/^;l/^;K 7x^;k ^7 
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5£ (III ) : 
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2 2 2, 

CWHJjft*» tl£ t> 9 1 aMTZW LTl >T <k ^ 5 - £ li 6 - 

7'J-;l/gli. CN, N0 2> OH, NH 2 ,ADy> s Cj-CgT^+vk 
3Ktt (Cg-C 10 ) C 1 -C 4 7;b3*-X C 1 -C 4 7^3+-> 

#;U;f^.;k Cj-CgTi'JK C j - C 5 7->n*> N C C > 

>M-*-x c 1 -c 4 7^+;i/7$y, fx- (c -c 4 T7U+;b)^7$ a 

C0 2 H. CONH 2 , N- (C 1 -C 4 T;b+;U) 7$ h\ N, N-v- 
(C 1 -C 4 7;i/*;u) 7S h\ C 2 -C 4 7;b+^7$ Kx F'j7;l/tD^ 
;k C x - c 4 7;u+;Uf-^> 7x-;k Bft7x-;k 7 i ; + s/ > Ii7x 
^*ik x^/H^ (C 1 -C 4 7;u+^) s 

t^x-A (C 1 -C 4 7;U*;u) „ tfu i?;k £5 s>-;k fy $ y.=:;k 
ey^—jk tfo'j>>-;k f^Uv'-^k fc'^s^-Jk **t°^5^;k 
t^/*u^k *J u;k «;-;k ov-Ok Ml'OV'Ou* fc« 

0 N S s NH, NCN. NR„£fciiNOR c (CCT\ R c i±C , - C c 7 ^ 

t> b b 1 5 

2. W*<N©«& X XliO. S^fc(iCH 2 T-*0, Qf±. 
3$ (V) : 
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22 3 . 

K«k K R g a AfeJ:CJfBttl^*lt)±Eilq|3WlT**];'T'*«' 0 }" 

2. 3 (I) <t>* W75<CHT-*t)> X*<0*fcttST?*tK 0>*j£ (II) s 
£ (HI ) ttzli^- (IV) T^tlSv KfBfcO+y 'J 

3. S (I) 4\. WAiCHTfe!3, X*<OT*t), Qj&<3$ (II) . 5£ (III ). 

ttzitt (iv) -e^ti*. ai*giirf2«o*y' u >si#{«>«fci/**L&03i 

4 . a; ( I ) 4\ X*<0. S Z Kit C H 2 Q*<5£ (V) T*3ftS % 
1 K12ll©*y 'J >Bt#flctt >if*lft\ fc<kC^-tit>cDSI 

5 . ( I ) <K R x :fc<fc*>'R 2 7&<{lSiJtc C j -C 5 7^*;H?& Qt>< 

S (V) k (v) 4\ i^tfk^o-e*^ Bii, Ox s, nor - (:: 

D 

6. 55 (I) *n R jfcNfctfRgJWSB'JKC t -C 5 r;U+;UT*t) N Qri< 
5£ (V) K (V) <K i^0f3bW>oki<lTi4i\ 

NCN. NRg^fcliNORg (CCTr. R g iiC j - C g 7^*^T*S) T* 

7 . 5£ ( I ) *k R j &«t tfR 2 *<®SfJ{c C j - C 5 7;l/+^T-ab t) ^ Q>' 
5$ (V) K (V) tk j ££tfk*<£t>{;:lT-**K R 5 36<fl»IC***fctt 
>f-JUT&*K Bti> Ox Sx NH % NCN> NR g £ fcliN OR g (C£T\ 

RgtiC j -c 5 7;u+;u-e*«) x*mt>ztiz, »#5in:iH«©* 
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8. ^ (VI) : 



O 




R,0 

R 2 0 

W{iCH*fc{iNT*t)s R 1 fc«ky r R 2 MSiJJcC x -C 5 T^+ 

+ ->->k y^D^f;K 7i-JK -j-y^Jl^ y *) ;k ^x.—Jl^ HVitjit 

li^fnT 'J -;Ug(^ yj\,*a^ ?no N 7*n^ 3-F\ >7>\ h Ko + 

f^7 $ J\ Vff-MT 5 y > h U 7;Wuyf;K y 7°n t°;k 

'fvyotX 7f-;k -Ivff-JK s-7*f-;k t-7>;k / h*<>> 
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ot°;k ^f-jK -rv^f^ s-rf-^K t-y^;K ^>?^K -fv^>f- 
)K istuKy^ji^ ->?n^4-v;k >^o^^^k ±y^JK 
fU^tfctt.t'U i^UT-*0. AT-a^*tiSdtl?» 

-A ^x^-rt/TSA ^nfc^7;7x Vfl-toTlJ^ hV7Jl*u/1- 
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D£t& WliCH*/c{iNTT*l9. R 1 ZfziZR 2 (i®gij<c C x -C 5 
;kC"&*K R 5 {i<iSi]{C7KS^fc{i^f-^T*.l9^ A(iC j -C 6 T^4-;k 
C 1 ~C 4 7;u^— ;K '>£o^>^/k 0^+ ~>;k o'V/f-Jk 
C x -C 4 7;b3+->*;l/*— ;k 7x^;k i-y^-JW 7'J;k f-i— ;k < 
^AOk 7-bf-;k b*Uv*;k try 5 ^-;k fp'J^;k t'X'Jv^k 

7;l>*;US N 7 'J -;H^tli^fo7 'J-^Sli. ^o^fx v77. C0 2 

H. CONH 2 , t Kd + a -ho. 7~ A C - C 4 7Jl/*;U7 i 7 s S> 

- (C 1 -C 4 7^+;U) Ti C x -C 5 7->a + -> N C 1 - C 5 7 i/JK 

C , -C , 7;U+;Uf-^- N h'j7Mnyf;k C , -C K 7JU*;k. C.- 
14 lo 1 

C 4 7;u^+->;k c 1 -c 4 7^3*->*->i/5i?-;k N- (c^-c^TJi/* 
;0 7$ K> N, N-v 5 - (C 1 -c 4 7^*;i') 7; K> c 2 - c 4 7;i/*^ 
Ti h\ i^U>i?**-> N 7i^k 7x7+k M&7*-Jk / <>V'^k 

ii'j^K t*^i?-;k b 0i J$i?-;k fu*'^-;k +y u;k 
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11. (IX) : 




(IX) 



C 1 -C 4 7;U-5r-;K i/^o'Of-Jk o^+S/Jk •> ? d 'vT'f- ;k 
>W;k 7-te^k t°>J^k t'llS^-Jk t'DiJ-^ bX'jy-^ 

fcW->-^;k *tf^5^-;k AT-gfcSftSdti*,© 
7^*;bg. TV-Jimttzii^TaTV-Jlsmi*. ^oy> N yj;^ C0 2 
tU CONH 2 , kh'D + A -ha % 7;A C x - C 7^+;U7 $ J , •? 
- (C 1 -C 4 7;U+^) T\J^ C r C 5 7yD + k C 2 - C 5 7 >Jk 
C 1 -C^M^l/f-tfx h'J7;U^py^;k C x -C 5 7^+^k Cj- 
C 4 7;U3*->^ C 1 -C 4 7;U3*->*^k-Jii;k N- (Cj-C^;!/* 
;10 7i h\ N. N-S>- (C 1 -C 4 7^^) 7$ Kx C 2 -C~ 7d/*;U 
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2 2 8. 

>)-jlfrZ>MtRZtlZ> l~5<I©g&g£WLTOT&«U\) + y 

12. 3$ (VI) 4\ W^CHT&Sx llt$£8 KfBi£©*y 'J >fH*fM3,k 

i 3. k (vii ) 4>> w*<cht*Ss it*ii9iciE«o+y y >stm^ 
14. sac (vni) <K w^CHtiix 0KgE«©+y 'J >sf*f* 

1 5, A (IX) 4\ W*<CHT*Sx lfclE*©*y U >8g«#& 

1 6. a; (x) : 
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G&K WttCH*fcliNT?*tk R 1 */tttR 2 (i(B»JCC 1 -C" 5 7;TV' 

isfijl,*^ 7x;;K *7*;k K>»/V A ft S c ft $> 

<07 *+ A * *fctt7U-«tt % OH, C0 2 H, 7,U*o N * DDn y D 
* x 3~K\ -Fd, 7$ A S>- (C 1 -C 4 7;U*;0 7$ A i^u>i; 

7-feh+A C 1 -C 4 7^3*->*^sK^ 
*oy*;k c 1 -c 4 7^+;k c r c 4 7*3*.> N fu-i^k 4fctt7 

17. 5$ (XI) : 




WliCHSfcttm?*^ R j *fc|iR g (ifigflfcC 1 -C g 7** 

2o^>?-,k i/^D^+v/;k v^D'v/^k 7«J;k C 1 -C 4 7;un+ 
i^tf^k 7x^k *7*;k "^/V A-CSEfc*n*C:tl6 
® 7 ***^ *fctt7U-;l*tt N OH, C0 2 H, 7^ D> ?dd, 7n 
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2 3 0. 

7-feh + '>x *f\*>f-3t\ C j -C A 7)l3* ! sii)l#—)W 
*cMf-;k C 1 -C 4 T^+;K C 1 -C 4 7^3^> x fc'ij *J)l y tfztt? 

18. i$ (I) <K W*<CHT*D, X^OTfcOx R 1 fc<fcCJ f R 2 ^it 
lc^^;UT'*0x Q*^ (V) [5£ (V) * N j fc^tfk^jlgijl;: 0 Z fzlt 1 T 

R 5 ^7K^-e*t) x A{±C 1 -C 5 T;U+^k '>^D^>f^ v^n^ 
*5/Jk v^a^f-Jk T 'J ;k C x - C 4 TJla* i/iifrtf—A,^ z> x.—)W 

K% - ha, T^A 2?- (C 1 -C ^T)^)V) 7 U ^ xfU>jJ* + >/ % 
7th + -A yfJW, C -C ^T)l>^* : si])l$.-)W hU7Jl/^-ny^- 

;k C 1 -c 4 r^*;k C x -C 4 r;bn + > N f'Jv^k tfcli7i^w^ 
£SlR£ttSl~5ffi©E&&£WL-a>Ti><}:<. BfcU 0. S. NH, NC 
N N NR 6 tfc(iNOR 6 Rg{i^f-;UT'*s> T-*53 -e^fc>£*i 

19. it(l)^W^CHT*!), r 1% R^ifcicy *j|,-e*tK 

R 5 *<i kKTKSre&s. 1 6 icSB«®fl:^«rfc J:^*ne>o||^ttiiff 

2 0. 6, 7-^l>*i/-4 - (2-^h + ->7xy*i/) +7'J>, 6, 
7-i>/F*->-4- (3-^ h + ^iZ + i/) +y«J 6, b* 
•>-4- (4-^ h + ^xMJ/) *y U ^ 4- (3-7^n7x/*-» 
-6, 7-^ h^->+;'Jk 4-.(3-t.Kn*<>7x; + </)w-6, 7- 
h*i/*/ D > x 4- (4-7*n*7x;*-» -6, 7- v>y y 
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4- (3. 4-^n*->7x;*» -6. 7-y7F + ->+yj> v " 
6, 7-S?>» (l-7-7f^+i/) +y>J>, 6. 7-y>h + 

- 4 - ( 2 - ^- 7 * +7 ') >\ 6, 7->7^-(5-> 
h + i'-l +y U > % 6. 7-vV H + 5/-4- 

+ >-2-^-7f-;l/^+i/) +y ij>, 6. 7->Vh + >-4- (7-^ + 
^-2— *-7f-^**5/> 'J >x 6. 7-->V h*->-4- (5- + y <j;u 

+y;>s 6, 7-s>v h+v-4--(6-+y 

4- (4— -6, 7 - y h + >4-y 'J 4-. (5--<> 

K -6, 7-iM u 6. 7 4- (3 

-y ^->7*-;W) *y 'J >£fc|±6, 7 -i>V h + ->-4 - (4-^ 

4->7*iw»> y>fr&«Ra*i* % m*mi^$EM<D£, en T^t> 

21. (4-n-7'f^7x^) {4- [(6, 7 - 4 
^ DAO tf+i/] y *y > N (4-t-7 , ^7 1 ^i/) {4- 

[(6. 7-^F+'>-4-+y'J;W 7x^} (4- 

hU7;^n^;I/7x^) {4- [(6. h*i/-4-*;y;W 
7x-;H y*/^ (4-t-7*fA7x-^) (4- [(6, 7- 
i?j h+'>-4-*^y>J-;l,) 7x-;H y*y> N 

;l/7i-;b) {4- [(6. 7->>y h*i/-4 y*-;i,] 7i^} 

n- {4- [ (6. 7-^y b*>-4-*y u;u) 

-^o^1J->:*7 IK h\ N- {4- [ (6, 7->7 H4-->-4 

-*/y;iO 7x^a) - (4-^hD7x^i/) a^sK+irs f\ n 

- {4- [ (6, 7-9* b*'s-4-*J VJV) 7x^jK - (N. 

N-^^7;;7x^b) *<Mf**« K% N _ {4 _ j- (6i 7 _ 9J j h 

+v-4-*y «J>»U) *4^>] 7x^b} - (4-7t^7x^;l) 
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-0-5 K, N- {4- [ (6, 7-9/ h + >-4-+yj;b) y 

- (4-n-^f;l/7t-;W F> N— {4- [(6, 7-9/ Y 
+ i/-4-+yjJb) **t*/1-J3.-M - (4--fh*9i±-jl) a^tf* 

K, N- {4- [ (6, 7-5?* b*9-4-*/ 7xji;P} 

- (4-^Dt7x^) iji^^l KYN- {4- [(6, 7-->Vh*i/ 

- 4-*/ *) )l) 7x^.^} - i/? u^>^ >^;u*>-tf- ~ h\ N- 
(4-n-yfi7xz;l,) — N' - {4- [(6, 7-^ h+i/-4-4-; 

"J AO t+y] 7i^} 71/7, N — (4-t-yf;l/7xz;j^ -N' - 
{4- [ (6. 7 - : J* 1*9-4-*-/')^) 7x^jH 9 1/7, N 

- (2-h'j7^P^f;l/7x^l/) -N' - {4- [(6, 7-WI-f> 
— 4-*yjX/) 7x-jH 7 1/7, N - (3- h U7;U^-Dyf-;U7 
x-;!,) — N' - {4 - [ (6, 7-^> b + ->-4-+;'J^) 7x 
—A'} 7 1/7^ N— (4 - h 'J yjltujf-jlyj.-jl) -N' - {4- C (6. 
7-PV h*S/-4-*y 7x^Jl/} 7l/7v N— (2-y 
■>7x;;b) — N' - {4- [ (6, 7-9/ h^>-4-+y <J;l/) 
7x;jH 71/7, N — (3-* h*>7x^;l/) -N' - {4- [ (6, 7- 
i^y h + v/-4-+y "J AO 7x^} 9 1/7, N - (4-^h*'>7 
*.=jlO -N' - {4- [(6, 7-^^*^-4-+;'J^)^->] 7x 
-M 9l/7> N- (2-7Ho7x^) — N' - {4- [ (6, 7-9/ 
h + v-4-*/' HAO **:/] 7x-M 9l/7, N- (3 -7;Wd7xJ1 
AO -N' - {4- [ (6. 7-9/ h*v/-4-*/UAO 7*-;b} 
7b7, N— (4-7Wn7x^) — N' - {4- C (6. 7-9/ 
-4-+/UA0 **S/] yjc-M 9 1/7, N- (4-7-te*A/7i^A0 - 
N' - {4- [ (6. 7-9/ h + J/-4-*;y*).*+->J 7*iA>> 91/ 
7, N— {4- [ (6. 7-9/ h*S/-4-*/ 'J AO **:/] 7xz;H - 
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N' -n-yoh e ^>i7U7> N-n-7f\fc-N' - {4- [(6, 7-'j7h 
*'>-4-*;i;A<) 7x^l/7> N- (2-7MP7x-^) 

-N' - {4- [ (6. 7-^/>**-4-**7>J-;lO 7x-^} 
7U7, N- h*^7x-;W -N' - {4- [ (6. 7-5>y h+-> 

-4-+^-'/'J-^) 7x-Jl/} >7U7^ N- (3-y |- + i/7 I ^) 

-N' - {4- [ (6, 7-v^ l*i'-4-*1-V>)-)\d 7x^} 
«7l/7> N- (4-/ h + x— VU) — N'" - {4- [ (6, + y 

-4-+^V»J-;U) 7i;^/J -7b7, N-n-T^-N' - {4 

- C (6. 7-i?y h+^-4-+t'/'J^) 7x-^;u7^b7, 
{4-[(6. 7-5>y h + i/-4-+y 'J^+i/]7xz;b} [4-^;U*iJ ;7 t 

(4-[(6. h+>>-4-+; | j^)t+-/]7 i -;i/} [4 
-t*D'jv?;7x^] ^^y> s (4-C(6. K4-->-4-+yj>'b)ji- + 
^7xi;H [4-tXiJ-^;7x-;H N-(2.4.-^?dcj7x- 
;U)-N'-{4-[(6. l-'Jt h + ->-4-+y 'J^)^+>]7x^;H^7^ N-(3. 
4-^^dd7x^)-N'-{4-[(6, 7 -'J/ h + 'JJl/)**i/]7* 
-;l/}-7U7. N-(3, 5-y^DD7x^)-N'-(4-[(6, h^>-4-+ 
y U )V)** <>] 7 x-;H cu^N-(4-^DD-2-y i-juy ^-juy-if -{4 
-[(6. 7-v>V h + v/-4-+y •;^)^+>']7x^;H-7lx7> N-(3-7 $ / - 
4-^d D 7x-^H'-{4-[(6, 7-i?y h + >-4-+y ij^)t+->]7x^ 
;W*U7 % N-{4-[(6, 7-*V h^->-4-+y U^)5j"^i/]7x^;U}-N' -(2 
-WJjW-W^Ts N-(3, 4-*7;M-o7x^b)-N'-{4-[(6. 7-5> 
^ h*->-4-*y 'J;U)^+i/]7x-^}i7U7. N-(2, 4. 5- h 1J7W07 
x^l/)-N'-{4-[(6. 7-i>^ h + v/-4-+yj^)^+->]7x^.;H^i/7 N n- 
(3-^dd7x-;W-{4-[(6, 7-vM h*->-4-*y 'JW->]7x; 
^}->U7> N-(4-h Ku + .>7x^l,)-N'-{4-C(6. 7-i^y h*.>- 4 _ + , 



WO 97/17329 PCT/JP96/03229 

234 

2 2 . m&m i ~ 2 1 ©i^ns^-^fcgEttcjiii'jNKAjfei^fessftg 

2 3. 1 ~ 2 1 ©^f , n5^—3ge:Ett©^#flife«kot-en^©3KW 

mm<Dt($mzm^mummfiW8,vjo ^ 

2 4. IS^l ~ 2 1 ©l>f t ^-i|{ciB«©<b^fc«kCK-€-tit>O^W 
2 9 . IfjfcS 1 - 2 1 ©ivf *l*w^lS«©<b^!Ifc<fcCK-€-nb©ISI^W 



WO 97/17329 PCT/JP96/03229 

235 

32. »*S7. 10. IK 14, 15. 16. 17, 1 9©V^ti^- 

3 3. »#57* 10. 11. 14. 15. 16. 17. 1 9©^-ftt^- 

3 4. ff*«7. 1 0. 1 1. 1 4. 1 5. 1 6. 1 7. 1 9<D^-fti^— 

3 5 . gi%®m(Dwm®femzg*z&%izfem&&}m(»m$.i% 1-21© 
3 6 . mLofemzgtz&^izfemiimamjm 1-21 ©n-r 



WO 97/17329 PCT/JP96/03229 

236 

3 9. imwg&tofem^t zMmicfemithmomim i ~ 2 1 o^-r 

4 0. l»^«HS©f&|g*^'5m^(c?&JSWaftOit^ 1 ~ 2 1 ©ivf 

4 2. mv *^?®femzmtz&%izfemiiim®m3mi~~2 1©^ 

-rti^-^{clB©©{t^^a:#t- * c t ^ & « M» u •> -7 f-ot&gtt&o 

4 3 . xmfrw&orismzmt &*£izmm&to*09i$& 5 . 8 . 1 2 © 
4 4. m(o^«st«A«ojgms»®Nr$3S7 N 1 0. 1 u 1 4. 

15> 16. 17. 1 9©^-rn^-5lc|B«g©^^tS:#-9 u SC<i:^t>ft5 
B*&©r&!S^&o 

4 5. SM©?&^g-r5^#^^3as©ft^7. 10. 11. 
14. 15. 16. 17. 1 9<D^t~ftfr-mztm®<t&to$:&5-?5Ztfr 

^ft^ajfii^©?&«^So 

4 6. gSfipU tf^f-©teS£glh£M#fcfc!fr£$&S©f§;fcS 7 . 10. 
11. 14. 15. 16. 17. 1 9<D^-ftti)^— mzsffi,<D4t&®&&5--tZ 

47. m&ttm&Mtw&t z fc»o^ m^m 1—21 «h ^ttj^-^icK 
tc©<b&$i©<sefflo 



WO 97/17329 



2 3 7 



PCT/JP96/03229 



•4 8. injmm^mmt **:i&©. m&n* i o. 1 1. i 4. 15. 

15. 16. 17, 1 90^#n^-5lcfSi|O^#)©^ 0 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP96/03229 



A CLASSIFICATION OF SUBJECT MATTER _ 
Int. CI* C07D215/20, 215/22, 215/36, 239/74 , 239/88, ,239/93^ -> 
401/12, 405/12, 409/12, 491/056, A61K31/47, 31/505 

According to International Patent Classification (IPC) or to both national classification and IPC 


B. FIELDS SEARCHED 


Minimum documentation searched (dassiftcation system followed by classification symbols) 

Int. CI* C07D215/20, 215/22 , 215/36 239/74 r 239/88^239/93, 
401/12, 405/12, 409/12, 491/056, A61K31/47, 31/505 


Documentation searched other than minimum documentation to the extent that such documents ire included in the fields searched 


Electronic d 
CAS 


ata base consulted during the international search (name of data base and, where practicable search terms used) 
ONLINE 


C. DOCUMENTS CONSIDERED TO BE RELEVANT 


Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to dsim No. 


y 


JP, 6-507643, A (Rhone-Poulenc Rorer 
International (Holdings) Inc.), 
September 1, 199 4 (01. 09. 94) 
& WO, 92/20642, A 


1-34, 47-49 


y 


US, 5480883, A (Rhone-Poulenc Rorer 
Pharmaceuticals Inc.), 

January 2, 1996 (02. 01 . 96) (Family: none) 


1-34, 47-49 


Y 


JP, 60-120872, A (Kyowa Hakko Kogyo Co., Ltd.), 
June 28, 1985 (28, 06. 85) (Family: none) 


1-34, 47-49 


Y 


JP, 57-158780, A (Bristol-Myers Co.), 
September 30, 1982 (30. 09. 82) 
& US, 4343940, A & DE, 3203770, A 


1-43, 47-49 


j, | Further documents are listed in the continuation of Box C 


| | See patent family annex. 




" Special categories of cited document* 

"A" document deGaiog the general state of the an which is not considered 

to be of particular relevance 
"E" earner document but published on or after the ioteraattooal filing date 
**L" document which may throw doubts on priority etiim(s) or which Is 

cited to fitsbtifh the Mbiicatton date of another citation or other 

special reason (as specified) 
"O" doesmeot referring to an oral disclosure, use, exhibition or other 

T doosmeni published prior to nte international filing date but later than 
the priority date rh inter! 


T later docvaaeat published aCter the tMemauonnl Cli ag dale or priority 
date and sot is conflict with the appb'catioa but cited to understand 
the principle or theory underlying the invention 

"X" document of particular relevance: the d timed invention cannot be 
considered novel or cannot be considered to involve an inventive . 
step when the document is taken alone 

~Y** dommmt of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when die document u 
combined with one or more other such documents, such combination 
being obvious to a person skilled in the art 

"A" document member of the same patent family 


Date of the actual completion of the international search 
January 10, 1997 (10. 01. 97) 


Date of mailing of the international search report 

January 21, 1997 (21. 01. 97) 


Name and mailing address of the ISA/ 

Japanese Patent Office 

Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/ISA/210 (second sheet) (July 1992) 



INTERNATIONAL SEARCH REPORT 



Intaroauooal application No. 

PCT/JP96/03229 



Box I Obaarratfons whtrt ctrttm claims ware found unsearrhaWt (Continuation oflUml of tint thttt) 



TbU international search re^ 17(2Xa) for the following reaa, 

1- nn Claims NotJ 35 - 46 

^ because they relate to subject matter not recurred to be searched by this Authority, namely: 

Claims 35 to 46 pertain to methods for treatment oi^the human 
body by therapy. 

2. rn Claims Nos.: 

— because they relate to pans of the international application thai do not comply with the prescribed requirements to such 
an extent that no meaningful interoational aearch can be carried out, specifically: 



3. I | Claims Nos.: J 

1 1 because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4( a ). 



Box II Observations where unit* of Invention is lacking (Continuation of Item 2 of first sheet) 



This International Searching Authority found multiple inventions in this international application, as follows: 



[ I As tli required additional starch fees were timely paid by ibe applicant, this international search report covers ail 
searchable claims. 

2. Q As all searchable claims couldbe searched witbouteffc^ justifying an additional fee, this Authority did 
of any additional fee. 

3. n Ai onlv some of the required additional search fees were timely paid by ibe applicant, this international search report 
— 1 covers onlv those claims for which fees were paid, specifically claims Nos.: 



4. I I No reoutred additional search fees were timely paid by the applicant. Consequently, this international search report is 
1 — ' restricted to the invention first mentioned in the claims; it is covered by claims Nos j 



Remark on Protest J~j The additional search feea were accompanied by the applicant's protest 

| [ No protest accompanied the payment of additiona I aearch feea. 



Form PCT/ISA/210 (continuation of first sheet (1)) (July 1992) 



iHRHHIBS^ PCT/JP 9 6 / 0 3 229 



a. &w<omtz#*f<o#m (S6RftHp#« (ipo) 

Int. CI* C07D 2 1 5 / 2 0, 2 1 5/ 2 2. 2 1 5 / 3 6, 2 3 9 / 7 4. 2 3 9 / 8T. 

239/93, 401/1 2, 405/12, 409/12, 491/056, 
A61K 3 1 / 4 7. 3 1 /5 0 5 



B. a£*nfofc£S 



; WE*JTofc«>MH»« (ttmMWn CI PC) ) ^ 

- C07D215/20. 215/22, 215/36, 239/74, 239/8 8, 



Int. C I * 



239/93, 401/12. 4 05/12. 409/12, 491/056, 
A6 1K 3 1 / 4 7 . 3 1 / 5 0 5 



CASONLINE 



c. . nurr* t&*> tytxzicM 



J P. 6 

&WO, 
US. 5 
4 >n- 

J P. 6 
0 6. 8 
J P. 5 

.19 8 
0, A 



- 5 0 7 6 4 3 . A <o- ? 5 > o-5- 3^-^ (* 

f>3-#Kfy K) 1. 98- 1 9 9 4 ( 0 1. 0 9. 9 4 ) 



9 2/2064 
4 8 0 8 8 3. 



1996 (0 2. 0 1 . 96) 

(7 7 i »;-^d 

0 - 1 2 0 8 7 2. A (ttfa«iM*£6tt) 28. 6 fl. 1 9 8 5 ( 2 8. 
5) (7r:»/-«L) 
?-l 5 8 7 R 0, A C/'U hA*-T>f +-X • 3 0. 9 3 

2 (30. 09. B 2) &US. 4343940. A&DE. 320377 



1-3 4. 
4 9 

1-34, 
4 9 

1-34. 
4 9 

1-43, 
4 9 



4 7- 



4 7 



4 7- 



4 7 



SSSaS*SS7LfcB 



10. 0 1. 9 7 



B*m#mf (i s a/ j p) 

10 0 

mSC«*ftB9&B*<MHT§ 4 * 3 *f 



21.01.97 



ft 5 S » 



4 C 



7 0 19 



«BS^ 03-3581-1101 rtlfc 3 4 5 2 



SKPCT/ISA/2 10 (»2^-y) ( 1 9 9 2*£7fl) 



mmth&m^ pct/jp9 6 / o 3 2 2. 9 



gran »*g>i5fflg>— gig>a$*<T§ttu j:ig>gta MK-yg)ig)«j) 

1. SXjW^CDlEffl 3 5 - 4 6 ii* COSRH£«Ma<a2*^ 



2. .js**<oigH \u ^MmrmmmM^t^zt^x^^mmiTmmom^mf-L'r^ 



3. _ *»^coigH (i. 6£Sa*©|gfflT*o r PC T&RiJ6..4(a)CDg -2£2^»3 £4>£&r 

tt^TE«*iftTl*fci> D " ^ ^ 



i. 



i 2. _ajnM#a»*B*^*STLv<* t-^TcDias^^^»*oigffl(*ot^Tast^^ci:^■e^^oT is 



aSPCT/lSA/2 1 0 (31 1 ^-vtDttSS ( 1 ) ) (I 9 9 2*P7/§) 




This Page Blank (uspto) 



